(19) 0*S^flF/r (JP) 



(12) 



& WF & *(A) 



(ll)#lt-fflB&3t#^ 
^2002-519418 
(P2002-519418A) 
(43)&3*B ¥*£14^ 7 "fl 2 a (2002. 7. 2) 



(51)IntCL 7 

C 0 7 D 337/08 
A 6 1 K 31/38 
31/41 
31/4178 
31/4436 



F I 

C 0 7 D 337/08 
A 6 1 K 31/38 
31/41 
31/4178 
31/4436 



f-7a-r(0#) 
4C050 
4C0 6 3 
4C086 
4H0 0 6 
4H0 4 5 

(£352 h) jm*hk:«< 





4$«2000-558091(P2000-558091) 


(7DWSA 


v>— • • U— • 7 > F • »>n- 


(86> (S2)mma 


¥f£l W 6 M 29 B (1999. 6. 29) 






(85)BaRXffitHB 


¥f«13¥lfl 4 8(2001.1.4) 




7* U ^•o&BH U y -f W60680-5110. 


(86)HR8mS#^ 


PCT/US 9 9/12828 




5110, 3 


(87)HB8^ra#^ 


WOO 0/0 16 8 7 






(87)BI8^^B 


¥*&124|S 1 n 13 B (2000. 1. 13) 


(72)SB93# 


U— . !✓> 17 


(31)fil5fett±!g#^ 


0 9/1 0 9. 5 5 1 




T^'J^StS 5->#>;W 63303 ± 


(32)«5feB 


JFf£10*p7 3 2B(1998.7.2) 








#S (US) 




2496 






(74)ttSA 













(54) [smo&m mmmnmmmRzf^ziu-)vmmmm.<Dmmmhvxom^m-r^>v^^>m 



(57) 
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& (i) x~mt>tsti. 




(I) 



5*^ qttl^? ) 4©Itt*fc^ 

Ri^R 2 !! ?MS, T/U^r/V, T/U^=/K T/V=*=/K />nT/^/>, 

ta^a^^ (zKyTA^A) ry-^M->^o7;K/nt or\ nr 

9 R 10 , N + R 9 R 10 R W A", SR 9 « S + R 9 R 10 A", P + R 9 R 10 
RiiA", S (O) R 9 , SO2 R 9 , SO3R 9 , CO2R 9 , C N x An 

TA^/K 7A^~A V 7A=¥~A, TA^fATy—A, T^a^v' 
7^3^->7/i'^, (ztfyTA^A) 7U-/^0 ! ->^7/^/Hi < O, 
NR 9 , N*R9Ri»A-, S, SO, SO2, S + R 9 A-, P + R 9 Ri°A" 

R 9 . R 1 »WR W I1 zkSi, 7A=*A, 7A^-A, TA^r-A 
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(3) 4$^ 2002-519418 

. TD-zuT/u^K ^Aztfdrv'TA^A, ^#>^fP7!l-/K #AzK 
dE-^fD'>t^^/K #A-/KTA=i:Jr->7A3rA, *^^'>7;K/l/7 5 / 

RiWR 2 Stmt t fctCtttCa ~C i o <Dv'^n7^^WL, 
R 3 j&t^R 4 fi. 7km, TA=*VK TA-^^A, TA^ — A, 7->0= ! r^ 7 
y— A, nt^f ^A, OR 9 , NRSRio, SR\ S (O) R 9 , SO 
2 R 9WS03 R9 ri^&SpT^^itcagiR^, ri©R9Xt;R i o fit 

R3WR4 f4— #$fcl = 0, =NORii, = S, =NRHRi2 i = N R 
9 , Xtt = C R 1 1 R 1 2 *ffi-J& U 

ri i RxfRi 2 r±, tKiH, ta=*-a, ta't— a, ta^— a, r 
y— A, 7* V — ^7;u^;v, 7A"Jr= ATA^fA, ta=*-— ATA3VK ^t^p 

;&A3iK3^>TA3rA, U A/tf7 Vw^^v-T A3rA, >^nTA3vK 
•>7y7/^;K OR 9 , NR 9 Ri°, SR 9 , S (O) R 9 , SO2R 9 , 
CO2R 9 , CN, s^vVls* ^yWcoNRS R 1 0 frbteZ>%$fabn±L 
^iiiR£*L, R3&UtR4^0H, HN2tSHT^<, ^ £ <DR 9 RTfR 1 ° 

r 1 i^t^Ri 2 ttiixii^iii^t i^b^Mtv-^ vm*mf&v. 
R5 tt-og±©oRi 3 a -ettm^twtry— a-c^d, 

R 1 3 a (4. 7A=¥ AT V — A7"A=¥A, T/v^jv^'f o7D — A7A=ar A, 
, TA^f-A^^n y ATA^rA, ^T" p V ATA^rA, ^fn7 y — A 
TA^rA, EI^^^D v-^ y ATA^A, TA=¥AT >-^=- f A7/V^/^U ! * 
A^^TA^AT ^ 7 * Atf'^;XTA^A;^b&5S¥^biiK£*l, 

Ri a * « N b: Ka^v\ 7?/, *A*, ^AtK^tv^ TA^A, #A/tfdr 
^fof/f^/K ^fn7!i-;K *A/fcTA3VK ES$^ ^n-y- 

-t^a, Eg^^^nry— a, 0a^fo->^ y ata^a, M^fn7!J- 

AT A^A, ^=.yK OR 9 , N R 9 R 1 ° , N + R 9 R 1 1 R 1 2 A" , 
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S R 9 % S (O) R9, SO2R 9 , so 3 R9, t^y, CO2R 9 , CN, 
Anyy, CONR 9 R 10 , SO2OM, SO2NR 9 R 10 > PO (OR 1 
e) OR 1 7 , P + R 9 R 10 R 11 A~, S + R 9 R 1 0 hrlktJC (O) OMA> 

Ri e^Ri 7 |j; R 9 ^M^^-r^S^S^b^^il^^H, 

>f*A\ Hl^faf^yK OR3°. SR 9 , S (O) R 9 * S0 2 R 9 S. 
tfSOs R 9 *»b*5»3l>5>3WR$*t, 

-rcr-y--<^/K Eg»~rPiM' ^;*ots^tp7 y — /wr±, t/i^/k tvw 

*-r=./K T/i^~/K #!I7/W^K #y^— tvK Ty— /K ^nT/W^K 
i^p7Vwdf-/K ^t'pIM^/K T U — A"7VMrA\ es^^pim 9 >""> 
i^fP7!)-/K AB^y, ^-dry, ORI 3 , NR^Ri^ SR 1 3 , 
S (O) R 1 3 , SO2 R 1 3 , SOsR^, NR 1 3 OR 1 4 . N R 1 3 N 
R i4Ri5 > NO2, CO2R13, CN, OM, SO2OM, S O 2 N R 1 
3 Ri 4 % c (O) NR13RH, c (O) OM, COR13, NRi 3 C ( 
O) R 1 4 . NR 1 3 C (O) NR 1 4 R 1 5 , NR 1 3 CO2 R 1 4 , OC ( 
O) N R 1 3 R 1 4 , NR 13 SOR 14 , NR 13 S02R 14 , NR 13 S 
ONR 1 4 R 1 5 , NRi3S0 2 NRi 4 R 15 , P (O) R 13 R 14 , P 
+ Ri3Ri4Ri5A-, P (OR 1 3 ) OR 14 A-S.t^N + R 9 R 1 1 R 1 2 

BiII5T/U^/K T/U<Jr=/K T/l^^K #!I7^, jtf y 7VK 7 1) 
— /Nn7;v^K */9 p TVU'fr/i'X.t^ 7" p * /Hi, OR 7 , NR 7 R 

SR 7 . S (O) R 7 . SO2R 7 , CO2R 7 , CN, ^t-^y, CONR 
7 R» > N + R 7 R 8 R 9 A" , T/W^r/K TVWr^/K 7 U ^o7/^ 
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(5) !ft$c 2002-519418 

— ;K P (O) R 7 R 8 , P*R7R8R9A-MP (O) (OR 7 ) OR»^ 

— /u, /Nn7/>df/K PT/U^XtJ^fot/f ^/W2, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 
R 8 A-Xtt7* = u^«fc vm&Ztifz— ofiJLh©ifcj|s$:ffiSt»-*rU R 1 3 
, R 1 4MR 1 5 fit, 7X^, 77U=*7K T/l^^r— /K T/U^r — /K ^D7/^ 
/K zKy^-— t 1 ^, 7D-/K 7!)-/i'7^^K TVi^A-T y — /U-T/i-^/K 
7^^^f n 7 y -;V7yv*/i', 7/W^/I'^t n i/^ i) ^7^^;U, ^a7 

y— ^rnt^^!)/V7/^K ^ra7!J-yi'7/^;K ESS^^ p 
^Jl;u7;w*/K B^ra7y-;l'7/V'^K 7/i'^7y : E'= | }'A7/V^/V 

^/UjSUfrtfJJ O, NR 9 , N + R 9 R * ° A" , S, SO, SO2, 

S + R9 A", PR 9 , P + R 9 R 1 0 A - , P (O) R 9 , 7 fcMkQo 

/k eg^^xp-y--r ^/k H^ro7y-/K Ea^^ n -y--r ^ y /WT/w=Sr/w 

, WS^TD7!J-/U7^;K ^T — /K OR 9 , NR 9 Rio^ n + R 
9 RiiRi2A-, SR 9 , S (O) R 9 , SO2R 9 , SO3R 9 , ir^rV 
, CO2R 9 , CN, /nb^^ CONRSRio, SO2OM, S O 2 NR 9 
Rio, PO (ORie) ORI 7 , P + R 9 R 1 0 R 1 1 a- , S + R 9 Ri° 
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R 3 o (i7/u^;i/ s T/W-^/K TA-=^=/K v'^oT^K 7!)-;K T 

^o-y-^/K Tjfy^— 7"/k % gg$^^p-y--r ^/k E^rnri)-/K or 

13^ NR 1 3 R 1 4 , SR13, S (O) Ri3 ( S (O) 2 Ri 3 v sOa 
Ri3^ S + Ri3Ri4A", NR130R 14 , NRisNRHRis^ N 
O2, C02R1 3 , CN, OM, SO2OM, SO2NR1 4 . NR 14 C ( 
O) Ri3 % c (O) NR13R14, NR* 4 C (O) Ri3, C (O) OM 
, COR 13 , OR 18 , S (O) nNRi8 > NRi3Ris s NRi 8 OR 
14, N + R 9 R * 1 R * 2 A" , P + R9RiiRi2 A -, K 

y re— tvk Eg^^^D-^-r ^/u&tfeg^^-r- o7^~ /Hi, OR 9 , NR 9 

Rio, N + R 9 R 1 1 R 1 2 A" , SR 9 , S (O) R 9 , SO2 R 9 , Jr*V 
, C O 2 R 9 , CN, AD^y, CONR 9 R 1 ° , SO2 OM, SO2 NR 9 
Rio, PO (OR* 6 ) OR17, p+R9 Ri 1 Ri 2 A", S + R 9 Rio 
A-XttC (O) OMT'£ bMg^£*l, 
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(7) Hfrm. 2002-519418 

— OR9,.NR9Rio, N + R9RiiRi2 A - % S R\ S (O) R 

9, SO2R9. SO3R 9 , t^y, CN X C HNR 9 R 1 0 , S 

O3R 9 , SO2OM, S02NR9R1", PO (ORie) ORi'MC 
(O) OM^ ft 6 <b iiiR. $ ;frfc-o^ J^gmS^£#l-*&£ *u 
R* (CT, -O^J^^ti, O, NR 1 3 , N + Ri 3 ri 4 A ", S, SO 
, SO2, S + Ri3A", PR13, P (O) Ri3^ P+R13R14A-. Z7 

fcto-eti. —^£l±<Di%miZ. O, NR 9 , N + R 9 Ri°A", S, SO, SO 
2, S + R 9 A-, PR 9 , P + R 9 Ri«A-X«P (O) R 9 K X 0 ffifcKHSifc 

/K 771"*- 7K!J7;^;K tf?y^— tvK 7U-/K ^o7/V^K 
n TA-^r/K Araf'f^/W 7!)-;l'7^^/K ^p^^ t^y, OR 13 
, NR13R14, SR13, S (O) R'3, SOaRi's, NR130R1 
4, NR 13 NR 14 R 15 , NO2, CO2R13, CN, OM, SO2OM 
, S0 2 NRi3Ri4 N c (O) NRi3 R i 4> C (O) OM, P (O) R 

13R14^ P*R1 3 Rl 4 Rl 5 A", P (OR 1 3 ) OR 14 , S + R1 3 

Ri 4 A-&tFN + R 9 Ri i Ri 2 A-^k&3i^k^4R&*Lfc— o£Lhtf>P 

[if*rg2l R5 liORi 3 a £ Hfc 7 =c n/v-cfe 19, 

r 1 3 a ^ 7/1/^^7 y — T/W^/I^t 1 n7 y -^7^^^, 
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(8) #^ 2002-519418 

$tbfc it *3fi i fcia*©^#»o 

5 ] R 7 &U*R 8 5 , flt&B 1 fc|iMft<Z>ffc#W. 

[1**^6] R3 ^.TJ«R4 aSTKsS&T^ORs ^(b&5p7^^&:&^jiiR£ 
tt/c. ft 1 tc8E*<D-fb^«5o 

[M&5 7] R 3 fiTKmr-fe 1 ? > R 4 fit Kn^i/-Cfc5, 1**^1 K:|B 

[ff*IS8] -og±©Rx ftORi 3 WNRi 3 ri 4 d»6>*a»*» 

[»*J3Cl 0] Ri MR 2 fiTKtd-RTJST/u^/u^b/iSlff^fclsftSr^a 

[8**3® 1 1] R 1 WR 2 f4r/u^/u**P>J5c*S¥*^3!ftSc^S^$tLfc. 

[|**^ 12] R 1 &U<R 2 r±R D7^^;K'$>5, fl}3&£ 1 KlEtttfMfc 

[M13] RiMR 2 ^^!!-^^^^ t»Jft*ll£flE 

[8**^ 14] n fit 1 Xtt 2 "Cfe (9 , 
Ri S.tJ«R2 ttn-^yu-Cifot), 

RMik Kn#i/tifc!), 
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Oftm 2002-519418 




H H 



[«M2 2] 5t (I) -eig^^tL, 
iitl 7] 




(I) 



qlllH4©Sft-efc9, 
nfiO^e>2 0DSiC-C'fo«9, 

RJMR 2 ^ 7k*. T/V^/K TA-^~/K 7VH*-=VK /no7;^/K 

h ft e>aaist^»*5i* ft. 

TVi^/K Tj^=.ju, TA-^^/K ap7/^,7/1'^v7!J- 
TA^/I^2f\ (tK U T/V^r/W) 7!)-/Wv'^Q7;^/Wi > OR 9 , NR 
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9 Ri°, N + R9RioRWA-, SR 9 , S + R 9 RiOA", P + R 9 Rio 
RiiA-, S (O) R 9 , SO2 R 9 , S0 3 R9, CO2 R 9 , CN, 

Cl^T?, T/l^K 7VV"$r=/K 7;^^/K TVU^r/l'T y — /V, T^a^r^ 
NR 9 v N + R9Ri°A-, S, SO, SO2, S*R 9 A- S P t R 9 Ri»A" 
R 9 , Ri o WRW{1, zkift, T/V^r/K 7Vl"{r=/K T/U^r—/!' 

^v-^xu v-lM ^/K jt//v*7/i'3dfv'7;i'^, ^/v^^f-WW?/ 

Ri SX^R 2 tt, ^iti:t)(^C3 ~Ci 0 <7»^ P7;i/^^^L, 
R3 S.t>*R4 fi, zRlit, T/V^r/K TA-^~/K T/l^~/K Tv'Ddr^ T 
y— ^^n-y--f ^/K OR 9 , N R 9 R 1 0 , SR 9 , S (O) R 9 , SO 
2 R9WS03 R 9 ^b&3i¥^M3£^iliR£*K :i©R 9 WR' 0 « 

R3 S.I5R4 (i— |f(C = 0, =NORi 1 , = S, =NRiiRi2 > =NR 
9 , Xfi-CRi 1 R 1 2 £7F^cU 

R 1 i&t^R 1 Mi, tK^ s T/l-^/K 7Vl^~/K T/l^— /K 7 
y— A\ 7U-yu7/^K TA"ir— A'TA'^/K 7;u^r-^7;L'^^ > ^xn 
-y--r^/K ^/l^drv-TA-^/K ^/U'/tf 7/1^ ^v'TA'dr/l-', v'^ 7 o T/W^A", 
^7/7/^, OR 9 , NR 9 Ri°, SR 9 , S (O) R 9 , SO2R 9 , 
CO2R 9 , CN, t^y^CONR 9 R 1 0 ^ftSSl^bM: 

R3 WR4 ^OH, HN 2 iSHT^< > ^IOR8&U!R 10 
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(21) 4*^2 002-519418 

r 5 «— ojw ±<do r 1 3 b T-a^^tLfcr y — /w-efc <? , 

Ri3Mi> TVi^/K TA-^~/K T/i^— A\ y T/i^/K zKyj:— f 
T y — A"7Vl"¥/K TA-^VW^ o^U /I^TA-^ A\ n T tv^rjv^ p 

y /ut/w^/k pm-A'TA'^K E^^7"p-y--r ^ y ^7a/*/k 

Ei^f a7 y — A-TA-3rA\ 7^^7V ; E--!)^7/i'^;^t) ! *^#>>'7 

H^^^Pi^-T ^/K OR3 0, SR\ S (O) R\ SOzR^S 
rr.T% TA-3VK 7A-{r=-/K 7A-^:=.A\ 7D-/K •>^a7;^/K ^ 

^n-y--r^/u, eg^'^PiM ^/WE^ro7 y— /ws, ta^/k ta- 

->^n7^/K ^-rPlM^A\ 7U-^7/^K E^rnf^^/K K 
|^fD7P-;K /^n^y, ;^y, OR 13 . NR 1 3 R 1 4 > SR 1 3 , 
S (O) R13, SO2R1 3 , SO3RI 3 . NR130R14, N R 1 3 N 
R14R15, NO2, CO2R 13 , CN. OM. SO2OM, S O 2 NR 1 
3RH ( C (O) NR13RH, C (O) OM, COR1 3 , NRi 3 C ( 
O) Ri4, NR13C (O) NRi4Ri5 N NR13C02R14, OC ( 
O) NRi3Ri4 ( NRi 3 SOR 14 , NR 1 3 SO2 R 1 4 , NR 13 S 
ONR14R15, NRi 3 S0 2 NRi4Ri5 s P (o) Ri3 R i 4> p 

+ R13R14R15A", P (OR1 3 ) OR 1 4 A- RUN* R9 R 1 1 R 1 2 
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jtufET/i^/K 7V1"^=/K TVU^/K ^D7M/K /tfy^— rvK 7U 
— /K ^d7;^/K ixy DTA^r/K&rj^^PlM ^/Wi, OR 7 , NR 7 R 

SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, CONR 
7 R 8 , N + R 7 R 8 R 9 A" , TA-^/K T/l^— /K 7!)-;K n 7/1^ 

— /K P (O) R 7 R8, P*R7R8R9 A -MP (O) (OR 7 ) OR»^ 

itjfET/i'=¥yK Tj\s>t=- A\ 7/1^— A\ /KUT/^K Tjfy^i— tvk 7!) 
— /u, ysn7;V^K p7;K/^0'a ^n-y--f ^/W2, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S-R 7 A", PR 7 , P (O) R 7 , P + R 7 
R8 A-Xf±7^ = u^(cj; 9fi&£;ftfc-oj^J^|S*£#t:^U Ri 3 
, R 1 4 S:TJ ? Ri 5 (i s 7 x^ % 7;^/K 7/K7--/K TVU^/K tK y 7/1^ 

^ y ^— tvk r y —a-, r y -^7/^/k 7^^/v7 y — atvi^/k 
/u=*-/k ^ ^c-y-^^/K ^ro7!J-/K 4 mm^7"vT 

y— A, ^rnf^^!J;u7;^;K o 7 U -^7/^/K E3®^7" n-y--f 
^yATA3VK H^rn7!J^7/l/^;K TA^r/VT^^E- — ? ATA^rA 

^/^TJ5#y T/V^/Ki, O, N R 9 , N + R9Rio A ", S, SO, SO2, 
S* R 9 A" , PR 9 , P + R 9 R 1 0 A" , P (O) R9 , V^—Ul/, fikfottM 

R 13 , R^WRis^ tKn^rK 75/, XA*, v\ T 

/K Eg^^7"D-y--r ^/K fflt^rn7!J-/K E^^-r- nIM ^ y >VT>v*r)\, 
, M^rn7y-^7^/K ^T — A, OR 9 , NR 9 Rio % n + R 
9R11R12A", SR 9 , S (O) R 9 , SO2R 9 , SO3R 9 , ^f^y 
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, CO2 R 9 , CN, Anyy, CONRSRio, SO2 OM« S O 2 N R 9 
R 10 , PO (OR' 6 ) ORi7 x P + R9 R 1 0 r 1 1 A", S + R 9 Ri« 

A-Rtfc (o) OMfabtezmfrbmnistitc-^^nMX'fcMAzm&Zft 
Ri 4^ R i 5 tt#fcS*J)5£?fctt#J|:S:Jg/*U 

R 3 o fiT/l^/K T/W-Sr^K T/U^^/K *s9 » T/V^r/K 7 1I-/K T 

R^ ^.t>*R8 tt^xrfT/v^d^b/is^biftscb-ca^Six. 

— oWl(ORx ttzkpS, 7)V>r=- /u, 7Vl"*=/K tffyT/MVK 7'^p*V 
t^IM^/K tf?y^— tvK ESA7nt^ Ei^fB7!)-yK OR 

13. NR13R14 N SR13, S (O) Ri3 s s (O) 2R13 % S03 

R 13 , S+R13R14A-, NR130RK, NR^NRKRis, N 
O2, C02R13, CN, OM« SO2OM, S0 2 NRi4 > NR^C ( 
O) Ri3 x c (O) NR13RM, N R 1 4 C (O) Ri3 v C (O) OM 
, COR 1 3 , ORis. S (o) n N R 1 8 . NR13R18, NR 18 OR 

14, N + R9 Ri 1 Ri 2 a-, P + R9 Ri 1 Ri 2 A", 7^/H, K 

ZLZ.X\ TJV^-jV, 7fr>r~}V, T/k^=/l>, -y^T/^/K 7D-/K *K 
aKy:n— tVu, EIat n ^ Mt/ffll^f n 7;u-/Hi« OR 9. N R 9 
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Rio^ N + R9RiiRi2A-, SR 9 , S (O) R 9 , SO2 R 9 , ir^rV 
„ CO2 R 9 , CN, ^nyy, CONR 9 R 1 0 , SO2 OM, S O2 NR 9 
R 10 , PO (OR 1 6 ) OR 17 , P + R 9 R 1 1 R 1 2 A", S + R 9 R 1 0 
A-XttC (O) OMt$ bl^^tl, 

r It, T~>/K 7 y -/V7/U3^>'^/U#=^, 7!J-;i/7/v^K 
HM^;K ^fo7!)-/K T/i^/K ulf>f ^/W19a^fP7 y 

— OR 9 , NR 9 R 1 0 , N + R 9 R 1 1 R 1 2 A", SR 9 , S (O) R 
9 , SO2R 9 , so 3 r 9 , 3-*y, CN, AP^y ( CHNR 9 R 1 0 > s 
O3R 9 , SO2OM, S02NR9Ri», PO (ORie) ORi'WC 

( o ) o M^>b * 5 b aiR $tifc-o^±©fjiitftt Mgm $ n> 

R* i^C, — o£A_h<£>£&5«\ O, N R 1 3 , N + R 1 3 R 1 4 A - „ S, SO 
, SO2, S + Ri 3A-, PR 13 , P (O) R 1 3 , P + R 13 R 14 A-, 7 

rc~v^, T5.;m, s<zf^h\ atfy^T^K, m.mYm, tfV ^— Tvv-ifefcta 
ffflH^ y 7x^^y, r^yg?, s<zf*3- K, # j; K&iMft* 

fl^-Cti, -o^±<D^i^«, O, NR 9 , N + R 9 R*°A-, S, SO, SO 
2, S + R 9 A", PR 9 , P + R 9 Ri«A-XttP (O) R 9 (-J; 9 

A\ TVU^r^/K #y7/^yK aK y — tvI', 7U-/K ao7^K vy 

b7M^, ^^n-y-^r^/u, 7 y — a-ta-^t/k ap^v, ^j-^y, or 1 3 

„ NRi3Ri4 v SR 13 , S (O) R 1 3 , SO2R 13 , NR 1 3 OR 1 
4 , NR^NRKRis, N02, CO2R1 3 , CN, OM, SO2OM 
, S02NR13R14, C (O) NRi 3 Ri4 % c (O) OM, P (O) R 

13R14 n P*R13R14R15A-, P (OR 1 3 ) OR 14 , S + R 13 

R 1 4 A~S.t/N + R 9 Ri i R> 2 A- fribteZ>%tfrbm$l&tl1Z— o£LL<7)g 
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[ft^Il2 3] R5 (iORi 3 b X*U&£tltc-7 ^=-/l-X'3b<9 „ 

[ft*^ 2 4] n AS 1 Xte 2ffe5, ft**! 2 2 ld|H«O^^ 0 

iR^nfc tt*ig2 2^ia«c<^^^ 0 

[ft*^2 6] R7 MR 8 f#5fc*g 2 2 (CfB«(D^#)o 

[ifjfc3S28] Rs^K^-efc 1 ?, r 4 «t K0^->t*fc5, m$tm2 2 

[IS*rl2 9 ] -o«±©R« l±ORi 3 WNRi 3 r l 4 

a^^5t(cii^$^fc, if ^ 2 2 ^faite^^m, 

ol^^tLfc, If 2 2 tClEic^^^o 

[W*^3 l ] ri &1KR2 {^xm^^T/v^a^^ai^a^^izi^^l 

iR£*bfc, ft 2 2 (CfS«cC0^^ o 

. 2 2 ^|E«(D{b^ 0 

[if*«3 3] Ri &I/R2 «lR]Cr/W^T*fcS, i ^ia«c^^ 

[ft 3 4] R 1 ,&t>*R 2 |«nftln-yf/K*fc^ M&£ 22|C 

[ff*3g3 5] nllUH:2tfo!), 
Ri WR2 fin-^/W-C-fef?, 
R 3 RXPR 6 «7K^-Cfe 9 > 
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2 2 tClSgc^^-^^o 
[ftl8] 




Iftl9] 



o o 

-V* 




[fS*93 8] S (I) 
lit 2 0] 
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n a 0 ^ P> 2 ©s^c-e*> "9 „ 

^^Tr, 77V¥A\ TVl^^/K 7VI^— /K />n7/^/l',7/l'^7!)- 

T/V^r/Vf 1 -^-, (#y7/V^) 7 !) -/WXtff^ o 7/W*/Hi, OR 9 , NR 
9 Ri°, N + R 9 R 1 0 R w A~ , SR 9 , S + R 9 R 10 A-, P + R 9 Ri° 
R"A-, S (O) R 9 , SO2 R 9 , SO3R 9 , CO2 R 9 , CN, 

ret, T/U-^K T/l"5r=/K 7Vl"¥-=- /K T/^A-T y —/K T/V^^ri/ 
, T/l^^r^T/l^/K (^Ky T/l^A-) Ty — /^t/i/^ ciT/b^r/Vtt, O, 
NR 9 , N + R 9 R 10 A-, S, SO, SO2, S + R 9 A", P + R 9 R10A" 

m-C, R 9 , R 10 ^.t^R w «, zKSt, TA"{r=/K T/b^r— /V 

, i/^n7;^/K 7U-/K 7^, p -y-^C 7^-'?A7/^ 

^v/^fDv't'f;5 r /K ^/W^T/W^^v'T/UAVK *^#*'>7A'*;l'7 5 y 
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R 1 RXIR 2 fi, ^ £ t t>{C#tC3 ~Ci o (7)i/^n7/V^^ML, 

y — /K P if-T ^ /W, OR 9 % NR 9 Rio x S R 9 > S (O) R 9 , SO 

2 R9MS03 R 9 fribteZ>Bfrb!&3Uzm$l£tl. ^^cDRsitFRi ° « 

R 3 S.T^R 4 tt— $£f£ = 0, =NORii, =S, =NRiiRi2^ = N R 
9 , Xli=CRi i Ri 2 £M/#U 

y— /K TU-W^K TAstr— /UT/U^/K 7/U=¥— ;l'7^= 3 f/l', -^r-n 
•>7/7;^/K OR 9 , N R 9 R 1 0 , SR 9 , S (O) R 9 , SO2R 9 . 

co 2 R9 % cn, ^n^y, t^ywcoNRs ri 0 ^hf^Ut^^tL 

l£3S#l£;ft, R 3 SVR 4 ^OH, HN 2 <tSHT*^<, ^^©R'MR 10 

Ri 1 jLt/Ri 2 ttllXl^lgftHW^v'^oi^Ml, 
R5 |i-o«i(DORi 3 b X'WWk&titcT y — /VC£><9 , 
Ri'Mt TVU^/K TVU^— /K TKyTA^K V r /K TU-^ 
, 7* y -/VT/W^, TjV^-jVT y — /WTA-^/K T/W-^r/^^ p7U — jVT/V 
3rvK Tjv^rjv^y- p y /WT/w^r/K v-^ p T/w^/K p ^ /K ^ 
fn7!J-;K EI^rpf-i'^/K Ei^faTU-zK ^fov'^!l^7;i' 

R 1 3bf^ > OR9», NR 9 ^Rio^ N + R^RHRi2A-, SR 9 
" . S (O) R 9 *, S0 2 R9a, SOaRS', COuR 9 *, C ONR 9 

"RIO. SO 2 NR9aR10 N P+R9 a RI 0 RI 1 A ~, S.U^S + R 9 a 
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R6fi, 7km. 7Vi"¥/K T/u=^/K ry-/K oT/udr/K ^rn-#- 
-f^/K Et^fPt'f^yK OR30, SR 9 v S (O) R 9 , S O 2 R 9 £. 
t>*S0 3 R 9 frbt£Z>ffifrhW8i£tl, 

^ n -th-f /K EU^f o t'f ^ /^(/Ei^f n 7 !i -/H±, T/l^/K T/U 
/r— /K T/W=^— /K ^U7^/K ^?ym— fvK 71J-/K ad7/^;K 
•y^c7;^/K ^■nif-w'^/K 7D-^7/v^K II^fot^^K H 
|->fo7!)-/K An^y, t^y, OR 13 , NR* 3 ri 4 > SR 1 3 > 
S (O) Ri3 N S O2 R 1 3 , SOsRis, NR130R1", NR 1 8 N 
R i4Ri5 x NO2, COzRis, CN, OM« SO2OM, SO2NR1 
3Ri4 > c (O) NRi3Ru i c (O) OM, CORi 3 ^ NR^C ( 
O) Ri 4 . N R 1 3 c (O) NRi4Ri5 % NRi3C0 2 Ri4 N OC ( 
O) NRi3Ri4 % NR13SOR 14 , NR 13 S02Ri4 % N R 1 3 S 
ONRi4Ri5 % NR 13 S02NR 14 Ri 5 , P (O) R 1 3 R 1 4 > p 
+ R13R14R15A", P (OR13) OR 14 A" R 9 R 1 1 R 1 2 

-co , 

iulET/l^/K T/Wr= /K 7VV"*=/K /Ky7^=5r/K 1) az— 7U 
— /K /np7;u^1/, a T^^r/^^T d t'f ^/Ki, OR?, N R 7 R 
8, SR 7 , S (O) R', SO2R 7 , CO2R', CN, ^"^y, CONR 
7 R 8 , N + R 7 R 8 R 9 A" , T/W^r/K 7^^=;l/, T V — /K v^nT/l^ 
/U, ^fpf'f^/K 7!i-^7^^K mm^Ttiy-^ ? E®^fo7D 
— /K P (O) R 7 R 8 „ P*R7R8R 9 A-St>'P (O) (OR 7 ) ORM> 
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— ,k ^q7;p^ N i/^r pT/V^/V^.T^^-rnihW £VWi, O, NR 7 , N+ 
R7R8A-, S, SO, SO2, S + R 7 A", P R 7 > P (O) R 7 , P + R 7 
R8 A-xr±7* = v^J: t)«m^ttfe — D&±<7>Jfc*S:ffiKfc*"U R 1 3 
, R 1 5 tt, tK*, 7Vl^=/K T/^-/K tfyT/vdr 

/u x ztf y zc— fvK t y — /K T y — A-T/W^/K 7/1-^7 y -/I'T/^/K 
n t y — A-T/v^/K T;^/v^r a y /uTA-^r/K n 7 

y— /K ^-7- n -y--f 9 y /WTA^/K 'sfaTD-^T/^/K Eig^^ d 
^^/UT/^/K HU^fD7!J-^7;Udr/K 7/l'^7y : t=^7/V^ 

r.r."C % T/W^r/K 7/vtr~;v^ T/V^^/K T ]) — /WTVl'dr/K ^^a-tH-Y 
^/W/K^^^Ht (X NR 9 , N + R 9 Ri°A", S, SO, SO2, 
S + R 9 A", PR 9 , P + R 9 Ri 0 A~, P (O) R 9 , 7x= W-^, £*dcflS4b 

Ri3, R 1 4 ^t^R 1 5 fi, t Ko^'A T^/, #/U#=¥v\ T 

/K i^^f cz i^>f ^ EiR^r- p T y — /K n ^ y jV7 tV^-tV 

, Eft'NTn7!i-^7^/K ^ T — v^/K OR 9 , NR 9 R 1 0 , N + R 
9 RiiRi2A", SR 9 , S (O) R 9 , SO2R 9 , SO3R 9 , Jr^rV 
, CO2R 9 , CN, />P^y, CONR 9 R 10 , SO2OM, SO2NR 9 
Rio, PO (OR 1 6 ) OR 17 , P + R 9 R 1 0 R 1 1 A" , S + R 9 Ri° 

a-s.t>*c (o) oMa»kfc5#a»e>wi£*Lfc— o^_L©g-effii:te:«&£*i 
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AfnTD — A-T/V^r/K -^n-y-^f ^;i/7/^;HO ! 7;i'^7y ; e=')A7 
— oUA±cDRx (iTK^, T/u^— /K 7/v^=/K ^!17/V^K 7->p^> 

•^n-i^^r^/K jKUx-t/k eg^^-^o-y-^r ^/k Bi^ra7y-/K or 

i 3 > NRi3RH ( S R 1 3 N S (O) R 13 , S (O) 2 R 13 , SOa 
Ri3, S + Ri3Ri4A", NR130R14, NRi3NRi4Ri5^ n 
O2, C02Ri3 > CN, OM, SO2OM, SO2NR 14 , NR 14 C ( 
O) Ri3 > c (O) NR 1 3 R 1 4 , N R 1 4 C (O) Ris, C (O) OM 
, COR13, OR' 3 , s (O) n N R 1 8 , NR 1 3 r 1 8 % NRi»OR 
l 4 , N + R9RiiRi2 A -^ p*R9RiiRi2 A - x T ^ / ^rff- K 

!)7/^/K ^^o-y-^/K 7^/D^i/, T y — /WT/W=^/K ap7/V^;K 
# y r/K la^rnt^ ^/l'&T^Eg^-'^r pTA— OR 9 , N R 9 
Rio, N + R 9 R 1 1 Ri 2 A~, SR 9 , S (O) R 9 , SO2 R 9 , Hr^V 
„ CO2R9, CN, ap^, CONR9R10, SO2 OM, SO2 N R 9 
Rio, PO (ORie) OR17, P+R9 Ri 1 Ri 2 A", S + R 9 Rio 

A-XnC (O) OM-CS&teflMfcSJt, 

R 1 s (1, 7v-;K 7U^7/t'3^^^=/K 7 i) -^7;^/K ^r" 
o-y-^^/K ^fo7!)-;K T/u^/i^^ft SP^iilK^ti, 
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— /Uf4, OR 9 , NR 9 R 1 0 , N + R9RiiR 12 A", SR 9 , S (O) R 
9. SO2R 9 , SO3R 9 , 3r*y. CN, ^ayy, CHNR 9 R 1 0 , S 
O3R 9 , SO2OM, S0 2 NR 9 R 10 , PO (OR 1 6 ) ORi ? MC 

Rx MX, -o^Ub^Uffi, O, NR 1 3 , N + Ri 3 Ri 4 A", S, SO 
, SO2, S'R'3A-, PR 13 , P (O) Ri3, P+R13R14A". 7 

Mf&X D T/v=¥/K 7x=uy, T=C/S£, ^zff- b\ # y K&tJ^K 
te^T-te, -oUUKD^Uffi, O, NR 9 > N + R 9 Rio A - > S, SO, SO 
2, S + R 9 A", PR 9 , P + R 9 Ri 0 A'XteP (O) R 9 ^ J: <9 frMl^W^ 

D7/W^K ^-alM^K 7!i- AT/V^r/K ^0^^, ^^tV, OR 13 
, NRi3RU > S R 1 3 , S (O) Ri 3 , SO2R1 3 , NRi 3 ORi 
4, NR 13 NR 14 R 15 , NO2, CO2R 13 , CN, OM, SO2OM 
» S02NR"Ri 4 , c (O) NR13RH, c (O) OM, P (O) R 

13R14, P+R13R14R15A", P (OR 1 3 ) OR 14 , S + R 13 

Ri 4 A-^N'R 9 R 1 1 R 1 2 A-7i^^5i¥^^«bil4R$tbfc— oJ^_h<Dg 
Risbfj, OR 9 * WNR 9 a R 1 0 frbte&mfrbmtfiZntc— o^_h 
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[»M4 0] n#lXtt.2T?*)5, 3 8 fcflB*t<0<f&g4fe o 

[»t«4 2] RTXT/RSdSTk^-CfcS, IS*^ 3 8 (CfHicO^^ 
[»*3fi4 3] R3^R4^7Kilt;OR9 *»e>*Si¥j&» 

t»#* 3 8 JOEttOffr^W. 
[f|*«4 4] R3(izK*TfeO, RMitKD^^fcS, HM3 8 

[S»*^4 5] — o^Jr^R" llORi >MNRi 3 R 1 4 A^*5P 

S^^ttfc, 3 8 fclBttO-ffr&W. 

[ff*3S4 7] Ri MR 2 ^7K^S.^TA^/V^b^5P^^^{-51 

3 8 \£tiM<D4K&m. 
[fi*gC4 8] ri MR 2 «T/^/U7i^^5i¥^^^Az:^ii^^tbfc 

, if 3 8 \z.mm.<Dit^m a 

[m&m 4 9] R 1 %.X$R 2 (ill) C7/^/K*fc5 , if ^ 3 8 ^1E*g<£> 

[|f^5 0] Ri MR 2 tt^h^Hn-^fvUT-fcS, fflfsfcJS 3 8 fc. 

[W51] n it 1 X« 2 "C'fe <9 . 
R i &t>*R 2|Jn- ^fyl/ffe 9 , 

RMit Ko^-e*>5 , 
R 7 &I>*R s *s*3S-C*> D „ 



-33- 



(34) W*2 002-5 1 9 418 

3 8 iCffitt^fc^o 

Mt2 1] 



o P 

Bu 
Bu 

Me 2 N " ^V— V 

"OH 




9 



^,C0 2 H 
„N^CQ 2 H 



[it 2 2] 



o P 
- 5> — ' Bu 



Me 2 N ^>^V OH 



JCQ £ 

"tpr 



CO z H 
C0 2 H 
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Ut2 4] 



(35) 

it ( i ) ~emt>zti. 



<&m 2002-519418 




(I) 



n fi o a»e> 2 oifefc v . 

/v, 7 !) -^7/w^r/v, 7^3^^ 77U3dri/7^^;K ^WU, 
T/l^^/^^-^ (tf? !J TVW^VU-) T y — /\sRTf~>? nTJV*cjV\i, OR 9 , NR 
9 Ri°, N + R 9 R 10 R W A-, SR 9 , S + R 9 R 10 A", P + R 9 Ri° 
R"A- 1 S (O) R 9 , SO2 R 9 , SO3R 9 , CO2 R 9 , CN> /nd 

NR 9 , N + R9Ri«A-, S, SO, S0 2> S + R 9 A", P + R 9 RioA" 

Xfi7 x. - u ^ \z X <0 flt« £ titc-o£k±.<ol%m i-* U 

R 9 , RioMR w (l Tkiif, T7i^7K T/^tr=- /K T7i/df— /u 
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y _, K ^p^^ /K OR 9 , N R 9 R 1 0 , SR 9 « S (O) R 9 > SO 
2 R9WS03 R9^b**#A>bt!&Stfca^*^ ^©R^r/R 1 0 f* 

R3 S.tJ«R4 fi-$£^ = 0, = NORi = S, =NRiiR 12 > =NR 
9 » X«=CRi 1 R 1 2 &J£/*U 

y— /K 7j/-/u7/^, x/^-^T/v^K T/V^-zi'T/i^/K a 
7 OR 9 , N R 9 R 1 0 % SR 9 , S (O) R 9 > SO2R 9 , 

CO2R 9 , cn, />P^y, t^f-yWCONR 9 R 1 0 i»b45»i^ii 

R3WR^50H, HN2iSH-eft<, :^R'WR 10 

ri i&tjtRi 2 ttSE^Xtt^IS^i: ttl^^Di^U 

R5 iJ-og±«ORi 3 b ftftJtlfc7y-/K'&9, 

Ri a b ra % T/i^/K Tflstr~ /K TA-^—zK #!J7Vi"*7K #y^— x 

•7- y — /VT /V/dp-yU, 7/l/^/KfDv'^ y /WTA-^K ->^p7/^/K a 
•y-^/K ^fo7D-/K 0a^fnN^/K EI^ro7D-/K ^ p 
iM ^ !l/U7/w*^, a7y-^7M/K IH»^-p1M * y /V7;v*/v 

Risbft, N R 9 R 1 0 3 ^ C O N R 9 R 1 0 3 > S O 2 N R 9 R 1 0 a > 

p tR 9R10aRl 1 A". RXfS + R 9 R 1 0 a A" £> 5 £>®#1 £ ftfc 
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-f^/K HI^fof/f^/K OR 30 , SR 9 , S (O) R 9 N SOzR^X 
0SO3 R9 frht£Z>mfrhWR-£ft^ 

xoiM^/K E^^xct-y-^ ^/u&traS^^nT V — 7V^/K TVi" 
>r=- /K T/u^r^/K /Ky T/W^/W, 4fyzn— fvK 7 D apT^^K 
^ □7;i'= 3 r;K "^pIM T U — /i'7;i'^/w 1 Ei-^f af-f^/K ES 

1^7 0 7!)-;^ /M^yy, ^-df-y, OR13, NR13R14 % SRi 3, 

S (O) R13, S02R13, S03R13, NR130R14, N R 1 3 N 
R 14 R 15 , NO2. C02R 13 , CN« OM, SO2OM, S O 2 NR 1 
3 R 14 , C (O) NR13R14, c (O) OM, CORi 3 , NRi 3 C ( 
O) Ri4 N NR13C (O) NR14R15, NRi3C0 2 Ri4, OC ( 
O) NR 1 3 Ri * , NR 1 3 SOR 1 4 . NRi 3 SO2 R 1 4 , NR 13 S 
ONRi4Ris > NR13S02NR14R15, P (O) Ri p 
+ Ri 3 Ri4Ri5 A -, P (OR13) ORi4A-MN*R9RHRi2 

SulBT/U^/K T/W^/K T/V-^r— A\ # y 7Vl^/K # y 7VK 7U 
— /U, /^nT/I^/K nT/^^r/U^.t>*^7"n-y--r ^/Ufi, OR 7 . NR 7 R 

s % sr 7 . s (o) r 7 , SO2R 7 , CO2R 7 , cn, ir^-y, conr 

7 R8, N + R 7 R 8 R 9 A" x TA^/K 7jV>t=-j\s^ 7D-/K v^czT/V^r 
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— /K P (O) R 7 R 8 , P + R 7 R 8 R 9 A~2kTfP (O) (OR 7 ) ORM> 

tuiar/i^K t/v^=/k t/v^~/k tfyr/udr/K #y^— 7vk ry 

— ,1^ />b7^, ^^T^S^fotO/Wi O, NR 7 , N+ 
R7R8A-, S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 
R 8 A-Xtt^a-WKU: D1Kfc3ftfc— o«±©Jfc*«rMtKtfU R 1 3 
R i 4^u ? R 1 5 fi, Tkiif, T/l^/K 7W4r=/K TVW^^K ^DT/V^ 

7;i,^fo7!J-^7/^;K 7;^/^ft3v'^y;l'7^ J f-;K v/^uT 
jv^;v^ ^fpf'f^/K ^fo7y-/K EMR'^nlM'*/K 0l^ro7 

^ y ;W7/w*/w, |g^rn7y-^7^ d r/K TA-^A-T >^r— ^T/v^A- 

— T*, TA^A-, 7;^-/K TA3^A, T y — /V7^*^, ^n-y-^T 
^A&TJ/Ky TA^Af*, O, NR 9 , N + R 9 R 10 A", S, SO, SO2, 
S + R 9 A", PR 9 > P + R 9 R 1 0 A" , P (O) R 9 , 

ru v Ri4^_t^R 15 (i> tKo*^ 757, ^A*, #A/j<^V\ T 
A^A, tfATtf^TA^A, — T^niM *A, ^tp7!)-/K *A-*TA* 
A, ?A-, E^fn7y-/K E^rnt-f ^ y^7/^ 

Ei^fn7y-^7/l'^K ^T-v 5 — A, OR 9 , N R 9 R 1 0 , N + R 
9RHRUA-, SR 9 , S (O) R 9 , SO2R 9 , SO3R 9 , 

CO2R 9 , CN.'/MJ^y, CONR 9 R 10 , SO2OM, S O 2 NR 9 
Rio, PO (OR 1 6 ) OR* 7 , P + R 9 R 10 R 11 A - , S + R 9 R 10 
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p-y-^/u^j&U 
R 3 0 taT/U^r/K T/v^^/K 7V1^=/K ->^m;K 7U-/K T 

-rp-y-^/K /Ky^— ?vk EaR^r-piM ^/k Ei^ro7 y —a, or 

13, NR13R14 > SRi3 N s (O) Ri 3 , S (O) 2R13 % S03 
R13, S+R13R14A-, NRi30Ri4 x NR^NR^Ris^ N 
O2, C02Ri3 > CN, OM, SO2OM, S02NRi4 > NR^C ( 
O) Ri3, C (O) NRi3Ri4 % N R 1 4 C (O) Ri3 > c (O) OM 
, COR13, ORis, s (O) n N R 1 8 , NRi 3 R 18 ( NR 1 8 OR 
1 4 > N + R9RiiRi2A-, P + R9RiiRi2 A -, K 

w^T?, Tyu-^r/K T/i">-~/K 7/^-;K v-^pT/i^/K 7D-/K *K 
U7/^/K -^p-y-^f^/K 7->p^->, T y — /WTA-^r/K ^07^^, 
Ttfyai— tvk E^^^ p 1M ?;\sRXfWB.^TuT;i/— /Wi, OR 9 , N R 9 
Rio, N + R 9 RiiRi2A-, SR 9 , S (O) R 9 , SO2R 9 , jsr^rV 
, CO2R 9 , CN, ^p^V, CONR 9 Ri«, SO2OM, SO2NR 9 
R 1 0 , PO (OR16) ORi 7 , P + R 9 R 1 1 R 1 2 A~ , S + R 9 Ri° 

A-XttC (O) om-c^ bicft^^n, 

R 1 8 fi, 7->/K 7!)-;u7/U3drv'^/i/^;K 7 U -;i/7/^;K 
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— /Wi, OR 9 , NR 9 R 1 0 , N+R 9 R 11 R 12 A" , SR 9 « S (O) R 

9, SO2R 9 , SO3R 9 , cn, A P yy, CHNR 9 R 1 0 , s 

O3R 9 , SO2OM, S0 2 NR 9 Ri°, po (ORIS) ORi 7 .RtJ<C 

R* l^T, -Oj^±(D^*«, O, NR 1 3 , N + R 1 3 R 1 4 A" , S, SO 
, SO2, S+R13A-, PRU, P (O) R1 3 , P + Ri3 R i4 A -. y 

m^i^, r^ym. -<y°^K, 7^])-<y°^b\ fcfcikto. #V ^— T/^tcte 

fltfft-Ctt, -o^_h(7)^mft. O, NR 9 , N + R 9 R 10 A", S, SO. SO 
2. S + R 9 A", PR 9 , P + R9Ri»A-XI4P (O) R 9 K £ 9 ffigi-S& 

P7;vir/K /srot'f^K 7!)-^7/^;K ^^y, OR 13 

N R 1 3 R 1 4 , SR 13 , S (O) R 1 3 , SO2R 13 , NR 1 3 OR 1 

4 , NR 1 3 NR 1 4 R 1 5 , NO2, CO2R 13 , CN, OM, SO2OM 
SO2 NR 1 3 R 1 4 > C (O) N R 1 3 R 1 4 , C (O) OM, P (O) R 

1 3 R 1 4 , P + Ri 3 R 1 4 R 1 5 A", P (OR1 3 ) OR 14 , S + R 13 

ri 4 A- RUN* R 9 R 1 1 R 1 2 A-frbteZ>mfrbm$l£fotL— Oj^Jb<D^ 

Ri 3 b ft, T/I^A-T'foD , 

Ri3b|i v ^/U/tf^TA^/W^nlJ-^'^ y /Uf^XteNR 9 Ri 0 a -e 
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R 9 teTkHf-Cfe?) » 

R i o fe^r- pti) — jVTJV*;\/X*&> 9 , f»*5C 5 5 (C flEfctf^frg"*. 

5 7] ni5UX(i2tife5, ft >&m 5 5 ^fE*<D^^ 0 

#l£*Wc:. |f*« 5 5 (C|Hgt0^^ 0 

[ti*gc5 9] R^ ^*st-c*&6, 5 5 izmm.<Dik&vo 0 

£*Lfc. ff*ri 5 5 {ClEtt^b^o 

[8»2ft3£6l] R3 (iTK^T-fcD, RMit Kn= 3 rv'-Cfe6, 5 

[ft*^6 2] -ofti©R« liORi 3 &t>*NRi 3 Ri 4 ^ib&SP 

[ff*il6 3] -o^i:©RMi^ h^X&LFv^fvUT^ 
3#*£*Lfc, If J^m 5 5 (ClfE* <Dft&® a 

[ff*]!6 4] Ri MR 2 «7K*^T/W^/^^^5l¥^^3fi3ir^il 

[fi*^6 5] Ri S.t>'R2 «T/Wdr/V^b^5S¥^^>?ili:^31^$^fc 

, m^m 5 5 ^i5tt<D^-a-^ 0 

[|f^6 6] Ri RXfR 2 tem\^T;U*jUX'foZ, If 5fc*I 5 5 iC|5«cO 

[ff*Il6 7] Ri MR 2 [i^rtL^tLn-^/U-CfoS, |f^5 5^ 

[HM6 8] n«lX(i2-Cfc'9. 
R i 2£tFR 2 n - :/^VH?& >9 > 
R3 MR 6 {i7X*-efc^ , 
R4 (it Kp^>-C£><9, 

5 5 ^fEgt^^^o 



-41- 



(42) mW: 2002-519418 

[ft2 5] 




Ut2 6] 




CQ 2 H 



Iii*ii7 i ] ss: ( i ) -c^^^ti, 

Hk2 7] 
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5£4\ q fi 1 frb 4 <DmWtX~&> 9 , 
n fit 0 frh 2 WiicC'fc 9 , 

e> * « *a> tD&tLKmfa $ ft, 

/K T y — /I^TA-^/K 7;l/3 ^v^, 7^3 ^VT/W^VW, VTAs^VT ^ J , 
T/W^r/W^-^-, (/KyT/U^) 7!l-/l'Xr;»>^n7^K4, OR 9 , NR 
9 Ri°, N + R 9 Ri°R w A", S R 9 , S + R 9 Ri°A", P + R 9 Rio 
Ri i A", S (O) R 9 , SO2 R 9 , SO3 R 9 , CO2 R 9 , CN> ad 
y>\ t^yMCONRS Ri 0 d»b 3Wl$tL/t— o£*_h<Dtt&g 

Ht, 7Vi"¥-/K TA"{r=./K TA-^r—A-, 7y^/i/7!)-;K TA^^^ 
, T/>=' : ^v'T/W^/K (#1)7^) 7y-A<Xt;^o7^;Hi, O, 
NR 9 , N+R 9 R 10 A-, S, SO, SO2, S + R 9 A", P + R 9 Rioa- 

x tt y * =■ \s > \z x v mm $ tt/c-o^ jio^sss z&Mic m l , 

r R 9 „ Rio^Lt/RWfi % tK*> TA-^r/K T/W^/K T/U^r-ZU 

, 7 U -;W7/W^, #/uaJ?dp-S'7Vi'*F'A\ *^^v"^fo7!)-;K ^A-ztf 
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y_ /K ^^ p -^.^^ /K OR 9 , NR 9 R 10 , SR 9 . S (O) R 9 . SO 

R3 RVR* {£-^=0, =NORi i , = S, =NRHR 12 , =NR 

9 > X(i= C R 1 1 R 1 2 Sr^fife 

R i iRtfRi 2 (2, TKit, T/V^/K TjVr=.;V^ T/i^^/K T 
7y-/v7;^;K /^^-^i/T/v^/v, r^df-^/UT/v^^, 

i/7;7M^, OR 9 , N R 9 R 1 0 , SR 9 , S (O) R 9 . SO2R 9 . 
CO2 R 9 , CN, AO^y, ^"^r yROCONR 9 R 1 0 i^ftSSi^ai 
R3MR 4 #OH, HN2i:SHt'/i<, ^©R g W R1 ° 

R5 |iNRi3C (O) Ri4 > N R 1 3 C (O) N R 1 4 R 1 5 , OC (O 
) Ri'3, OC (O) N R 1 3 R 1 4 x NR* 3 SORi 4 , NR^SONR 

MR15 ^nri 3 SO2 NR 1 4 R 1 5 j&»bfc5«te»fcS!&Sci£a*l£;h/fc 

ru < ri 4jtjtRi T/V*JV S T/V^/K TA^^K # 

P7;^;K jtfyai— t^K 7U-/K 7U-/V7;^^ 7^W!)~^7 
yl^/K 7;| / ^fo7!)-/i'7/V^/K 7^= i r^f nv'^ !i^7/^/K 
^aT/l^/K ^n-b-^T^/K ^fn7U-;K Ei^foW^/K E3» 
^^ nr y_ /K ^^uih^f ^ l) /WT/v^r/^x ^to7U-^7/^K EgfS^ 
^ p -y-^ ^ y ;U7/W^r/K Eil^r n 7 y -^7/^/K T /m-Ws^^-V J* 
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R 13 , R 1 4 &t)*R 1 5 tKcdf^ T5>\ X/Wtf^ ^/U/tfdrv', T 

„ Ei^TP7 1)-^7/^;K ^T — v*— /K OR 9 . N R 9 R 1 0 . N+ R 
SRHR12A-, SR 9 , S (O) R 9 N SO2R 9 , SO3R 9 , ytr^y 
, C O 2 R 9 % CN> ADy^ CONR9R1", SO2 OM x SO2 NR 9 
R 1 0 x PO (OR 1 6 ) OR 17 . P + R 9 Ri 0 ri 1 A", S + R 9 R 10 

R 1 6,&^Ri 7 ttR 9 ^.TJ^M^m^ci-SemS^bMAZKCjltR^ix, 

-r^/K wm^Tv-y-'f or^o, sr 9 , s (o) r 9 , so 2 r 9 ^. 

TJ^S O 3 R 9 frht£Z>Ufrhm$i&th. 

iXiJ' ^rp-y-'f^/K 7* y — ywT/u=*r/K BBf&^-r p -y--f ^/K El 

l^rDT!) — /K ^P-^^ t^V, ORi3 N NRi3Ri4 ( SR13, 
S (O) Ri3, SO2 R 1 3 , SO3R 13 . NR130R1", N R 1 3 N 
Ri4Ris N NO2, CO2R13, CN, OM, S02 0M, S O 2 NR 1 
3 R 1 4 , C (O) NR 1 3 R 1 4 „ C (O) OM, CORi3 % NR 1 3 C ( 
O) Ri4^ N R 1 3 C (O) NRi*Ri5, NRi 3 C0 2 Ri 4 , OC ( 
O) NRi3Ri4^ N R 1 3 S O R 1 4 > NR13SO2R 14 , N R 1 3 S 
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ONR14R15 x NRi3S0 2 NRi4Ri5 s p (O) Rl 8 Rl 4 > p 

+ Ri3Ri4Ri5A", P (OR 1 3 ) OR 1 4 A" 2£I/N + R 9 R 1 1 R 1 2 
-CD, 

— ,k An7/V^/K <>^ar/V*/l'M^rot-{^Ht OR 7 , NR 7 R 

SR 7 > S (O) R 7 , SO2R 7 , CO2R 7 , CN, ir^-V, CONR 
7 R 8 , N + R 7 R 8 R 9 A - , T/l^^/K 7!)-/K ^o7M 

-/K P (O) R 7 R 8 . P + R 7 R 8 R 9 A-^TJ^P (O) (OR 7 ) OR 8 ^ 

ittlfflT/i^/K T>v>r~>v, T;i^-/K ^y7;^/K jKU^i— tvK 7!) 
— ,k au7;^;K ■>^a7^/^Ti^rnf-f ^Mi, O. NR 7 , N+ 
R 7 R 8 A" , S, SO. SO2, S + R 7 A", PR 7 . P (O) R 7 , P + R 7 
R 8 K-JL\ty^=^U^K^ 9«£;ftfc-o^±(D^?fl£ffit{-^U R 1 3 

ri i&uiR 1 5 }i N 7Vl^A\ T/V^^/K TJ^—fr, 

tKU^— 7!J-/K 7y-^7/V^f/K 7^^r/V7 !i -/V7/^/K 
7^Jf;i"vfa7!)-;l'7/^K r/l'^/^T o v'^ y ;U7^^, i/#&T 

y /WT/l^/K n7y-;W7/l'^/K 7/V^7y*=!?A7/l'^ 

^/WS.t/^y T/I^Wi, O. NR9 S N + R 9 R 10 A", S, SO. SO2. 
S + R 9 A", PR 9 , P + R 9 R 10 A-, P (O) R 9 , 7x-VV, ^zMfc'KJ 
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, 0t^TD7!J-;W7;l'= 3 r;K yT — v 5 — /K OR 9 , NR9Ri», N + R 
9 R 1 1 R 1 2 A " , SR9, S (O) R 9 , SO2 R 9 % SOsRS, t^y 
, CO2R 9 . CN, ^0^^, CONRSRi", SO2OM. S O 2 N R 9 
R 1 0 > PO (OR 1 6 ) ORi 7 , P + R 9 R 1 0 r 1 1 a- „ S + R 9 R*° 

Ri 3&tj?ri 4 fi^I^i £ ^fctt^ ^y, #/i^3ri/£LOT$^^ 

vvK ^-t-pIM^/K 7> : E--^A77i/^/K TVi^/iyr:^-— ^TVUfr/u 

p 1M y /v, */l'/K7;i/3^>'7/i'= 3 r/l/ 1 ^/t^'^iyT./i^A'T 5: 7 , 
p7!) — ^"T o l^y y /^T JV^rjVSiJJT ^V^rjVT ly^=- J*T 

— otAJiORx {^tK^, T/uy-~/K TA-^r^K ^y7;^K Tv-ndr^ 
» 7U-/K 7U-;i'7/i'^K ao^, vnd7;v^K y^o7/K/K ^ 
fof^^/K ^l)x-f/K Bt^fof-f ^/K E^fo7!)-/K OR 
13^ NR13R14 % SRi3 > S (O) Ri3, S (O) 2 Ri3 > SO3 
R 13 , S+R13R14A", NR130R14, NRi 3 NRi4Ri5 % n 
0 2 , CO2R13, CN, OM, SO2OM, SOaNRi^ NR^C ( 
O) Ri3, C (O) NRi3 R i4^ NR 1 4 C (O) R1 3 . C (O) OM 
x COR13, ORis > s (O) nNRis > NRi 3 Ri 8 . N R 1 8 OR 
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H ( n + R a R i i R 1 2 A- „ P + R 9 R 1 1 R 1 2 A- „ 75/11, -<rff- K 

7Ky^-^/w, ratt^oiM' ^/Ht;Eii^fp7/w-/Ki, or 9, nr9 

rio n N + R 9 R 11 R 12 A"> SR 9 , S (O) R 9 , SO2 R9 % 

CO2 R 9 , CN, Aayy, CONR 9 R 10 > SO2 OM, SO2 NR 9 
Rio > po (ORie) OR 17 , P + R 9 R 1 1 R 1 2 A" , S + R 9 R 10 
A-X(*C (O) OMt^ <b(-ggl£*U 

7^/K 7!)-;v7/k3^v'*M*-;V, 7 U -^7/V^/V, 

— OR 9 . N R 9 R 1 0 > N + R 9 R 11 R 12 A-. SR 9 « S (O) R 
9, S02R9, S03R9, t^y, CN, ^nyy, CHNR9Rio x s 
03R9, SOzOM, S0 2 NR9Rio N PO (ORi«) OR"WC 

( o ) o Mfr h tt 5 <b ®iR £ ftfc— o^±©iM-cttt f-g& $ *u 

Rx let, — 0^±<^^*«, O. N R 1 3 , N + R 1 3 R 1 4 A" , S, SO 
N SO2. S + Ri 3 A", PR 13 , P (O) R1 3 , P + Ri 3 R 14 A", 7 

tfifatf y ta-^k 7x=uy, 7$/«, ^t^k, # y K&tWK* 

-ft*"C«, -0^±^iHtt. O, N R 9 > N + R9Rio A ". S, SO, SO 
2> S + R9A", PR 9 , P + R9Rio A -XteP (O) R» t^iOttitt-Bift 

r.r-C, E^^PlM^/i'.&tfGSifc^-rPT y — /Vtt, TA^/K TJ^r=. 
/K TA3r-A, ^y7;^/K tf? y 31— tvK 7U-/K ^p7;^K v-^ 
B7y^;K ^^p-y--f^A N 7!J-/1'7;^, AP^y, *-dr>\ OR 13 

NRUR14, SR 13 , S (O) R1 3 , SO2 R 1 3 , NR 1 3 OR 1 
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4, NRi3NRi4 R i5 N NO Z> C0 2 Ri3, CN, OMU SO2OM 
, S0 2 NRi3Ri4 s c (O) NR13R14, c (O) OM, P (O) R 

13R14 % P* R 1 3 R 1 4 R 1 5 A", P (OR 1 3 ) OR 14 , S + R 13 

R i 4 A-WN + R9 R 1 1 R 1 2 A-ti>bteZ>&frtbm$l&tlti—i&>±.<D& 
[ft*^7 2] R5«NRi3C (O) NR i 4 r i s js-t^NR i 3 CO 

2 ri 4 ^b^s^^^jS^^ixfcS-cB^^nfcTy— /u-cfcs, tt*^7 1 

[ft^l7 3] R5UNR13C (O) NR 1 4 R 1 5 2&.I/NR 1 3 CO 

[ff^7 4] ni5lX(42X'fc5 < ft 7 1 (C|E«<7)^^ 0 

*R£*L*:, If 7 1 \Z.^ML<D\\^m a 

[M7 6] R^MRS^Iffe^, If ^ 1 telBf&tfXk&tt. 
[ff^7 7] R3MR 4 flS*3fc&t*OR9 J&^&Si^k^f-iltR 

[§f*^78] R3 fiTK^T'fc'P , R 4 fit Ko*'>T*)5, f»*^7 1 

[f**:^7 9] -oyioRx liORi 3^ NR 1 3 RI 4 frbftzffi 

[«*^8 i] ri mr 2 tt**xtrT/u*/w*»e>*5#A»b«as;fca 
, st 7 i ida«t©-fk#* c 
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(50) 2 0 0 2 - 5 1 9 4 1 8 

[IIM8 5] nlilXli2-C*fe^ 
R i RXFR 2 fin -^/U-Cfe 9 x 
R 3 S.t/R 6 «7K^T*fo «5 , 

r 7 ;&rjsR s ^7K*"Cfe 5 , 

[fS*3® 8 6 ] ^T^^Sr^-TS. ff*^7 1 fclBttrote^*. 
Hfc2 8 1 




[^2 9] 
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[W88] (i) xm^zn. 

Ut3 0] 




5£*K qtalXte2T*fc<9 , 
nte2XfoV, 

R i &t><R 2 n^MthTJ^/UX^ K) , 
R3 (it KDdr-^-e&<9 , 
R 4 ,&t>*R 6 19 . 

R5 fiit (I I ) 
[ft3l] 
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(II) 



— oJBJLhWRy liOR 1 3 -CfcD, 

fulER 1 8©T/U^K T)VT~)V^ TA^~/K 7U-^7^^, 
f^^W#!)7/V^ll4, O, N R 9 x N + R 9 R 10 A", S. SO, 
S0 2> S + R 9 A" , PR 9 . P + R 9 R 1 0 A- „ P (O) R 9 . BfaKYPfa. T 
KXtitf JJ K»-«t «5fi^^Hfci— o«±W^i!:tt, 

R13U, x/WfrT/l^/K Eft^fPt^^/K 0i^Tn7!J-/K OR 
9 . N R 9 R 1 0 > N + R 9 R 1 1 R 1 2 A", SR 9 , S (O) R 9 , SO2R 

9 . so 3 r 9 > **y. C0 2 R 9 , CN> ap^, conr 9 ri°, p 

O (OR 1 6 ) OR 17 , P + R 9 R 1 0 R 1 1 A-frt>1£Z>&frbM$l£tll£— 

R 9 &^R 10 te, 7j<*> TV^/K T/l-^=/K 7V»"*=/K '/^T^ 
, K T y_, K TV/K ^niM'^/K 7^-^7/^/K TV— As7fr 

ri iWRi 2^ 7 x^, T>V>r=.)V^ T/V*—/V^ TV— /K 

^y^^rV7/^/K H/MfcTA** ^T/l^/K ^oT^K *sT J T 
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SR9, S (O) R9, S0 2 R9, S0 3 R\ CO2R8 
„ CN, AP^y, t^yMCONRs Ri 0 75^^-5l¥^b^35:{C3l^$tu 
, R3 J&SOH, NH 2 Z^TJ^S H'C^V^Pg 9 „ R 9 Zfc-tFR 1 0 /$ s BUfEJl[ji 

r 1 1 rxir 1 2 it^mm^xnmmm* t % icm&tef&L,. 

R 7 &T>*R 8 ^TKJ^T'fe K) » 

8K:fEiifi<D^co-efc6, it ^11 8 9 \z.mm<nfc-&m 0 

iliR^^c, If ^ri 9 0 {clSgc^b^o 

[If ^9 2] RMi^W^/tfc5, lf*^9 0 2mm<Dit^ 

o 

Ry fi^7 - OR" 3 

ri 3 «if^ii8 8(aEf<7)twT*fc5, it #^ 9 0 kzimm.(D\^m 0 

[|f*^9 4] tlil-Cfc!?, 
RylJ^^ - ORi 3 -?fc<9> 

r 1 3 «if*ri8 8\^mwL(oh(Dx*ibz>, o\z.t^m.(Dit^km 0 

[!f*lg9 5] 4R, 5 RmmZft-fZ. ff^9 0 fCfe«c<^^#/ 0 
[ff*El9 6] ff*Jgl&^L9 5<D9^V^-rtL^^— riiClEiic^t:^^ 
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HMOS 9 7] fi»3ft9Ufcv^L9 5©5 *>v^-ftL*»— qC^EfSO^^o 

[»*3S9 8 ] IS*3S 1 fcV>L 9 5<£> 5 , bV^jXj6»-*fclB«i<0^'^fc© 
[If Jkm 10 0] mtfcS^ffi^-C. 8» 9 7 tcflBttoiejfttt&ftS £ 

o 

ion iiMttS^iistc-c. 9 8 ^sa*^*a^*^® ^ 

o 

umm io2] njig«i©WL< ttn&*^«ffl-r*3i»J©PK 

[»*5C1 0 3] T^n-^^W«^W« : U<«^^^-rS^J 

10 5] TISfl|jtSr*-f 5^«5<^^fiK^iSfe"^fco-C, 
[ft3 2] 
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XL I 



5t (i) x*mt>zth. 




C^T% T/W^/K T/U-^~/K TA-^r^/K !) - 

T/W^r/^^-, (ztf !7 7U-;vWv'^n7;^/Hi, OR 9, NR 

9Rio, N + R 9 R 10 R W A", SR 9 > S + R 9 Ri°A-, P + R » R i o 
R'lA", S (O) R 9 , SO2 R 9 , SO3R8, CO2R 9 , CN« ad 
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T )V^5r?s7 (^!)7^) ry-z^v'^ o7^/Hi, O, 
NR 9 , N + R9R 10 A", S, SO, SO2, S+R 9 A", P + R 9 R 10 A- 

;VT tVlkXPT >V*r tVT "s** =■ t? & T>V3r>Vfr h t£ Z&fi*tb$Sl3LlZ.M$l £ H > 

r 1 fi, ^*itt)tW#C3 ~Ci o©^o7;^*Mb, 

R3|ik K0=Si->T*fc^ 
R 4 fiTK^T'fo 1 ? > 

R5^R6(1 jkStf. TA-^/K T/W^/K TD-^K ->^7^K 
^^n-fJ-^/K EJK^n^^/K OR 30 , SR 9 . S (O) R 9 , SO 
2 R 9 IklJ- S O 3 R 9 j&»e>fc5tfr&»fea#£*u 

f-niM^/K il^rof'f ^/^t^E^^ -raT y— /Mi. TA^/K TA 

i^fo7y-/K /Miyy, ^-^y, OR 1 3 , N R 1 3 R 1 4 , S R 1 3 . 
S (O) Ri3« SO2 R 1 3 , SOaRis, NR130R14, NR 1 3 N 
Ri4Ri5 > NO2. CO2R 1 3 > CN, OM, SO2OM, S O 2 N R 1 
3Ri4 N c (O) N R 1 3 R 1 4 * C (O) OM, COR 13 , NR 13 C ( 
O) R 1 4 , NR13C (O) NR 1 4 R 1 5 , NR 1 3 CO2 R 1 4 , OC ( 
O) NR 1 3 R 1 4 > NR13SOR 14 , NR 13 S02R 14 . NR 13 S 
ONR 14 R 15 , NR 13 S0 2 NR 14 R 15 , P (O) R 13 R 14 , P 
+ R13R14R15A". P (OR 1 3 ) OR 14 A-MN*R9RiiRi2 
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fu!£T/u3VK T/i^~/K 7VU*=/K ^y7;^/K #!)x-r/K T ]} 
— /np7^^, n T/W^/W&t)^^ n 17-^ ^/Wi, OR 7 , N R 7 R 

SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, CONR 
7 R 8 , N* R 7 R 8 R 9 A - , T/V^/l--, 7/P^=/V, v'^dT/^ 

—A, P (O) P + R7R8R9A-MP (O) (OR 7 ) OR 8 ^ 

Wlt^T/^^^, TAy-~A, TA^r— A, #U7M/K vvK 7!) 

— /no7;^/V, ~>y n T A=*r A&O^^ n y/W£, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S + R 7 A", PR 7 . P (O) R 7 , P + R 7 
RS A-xtty^-^^{-«t VW&$ntc~<>M±<Dmm$:i£M^l,^ Ri 8 
, R 1 4 SU^R > s (j;, t)<^> TA^rA, TAy-=A, TA=¥^/K ]} TA^f 
/K /K!Ji- vvK 7!J-;K 7 y -/1/7^^/K TA=*rAT y — ATA^rA, 
TA^ A~-7" o T y — ATA3VK T^^r/^f o i/y y AT A3=-A, ->y p T 
A^rA, ^7"cr-y-^ y/K ^rn7!)-/K mffli^T n -y--f yA, Ift^fPT 
y — A, ^^p-y--< y y ATA^A, ^7n7!J-/V7/^/K ESrii^-rP-yM 
yyATA^fA, E^fo7y-/i'7^^;K 7/i/^/W7 A7/w*^ 
&tj?# A^v'TAdrAT ^ 7 ^ A^^^T A^A^^^5^/5^^3t(-iltR$ 

w^-C, TA=*rA, 7;^-/K 7U- ^7/^;K ^-r p-y--^ 

^/W^^/U^/Hi, O, NR 9 , N + R9Rio A -, S, SO, SO2, 
S+R 9 A", PR 9 , P + R 9 Ri 0 A", P (O) R 9 , W^W^i 

R 1 3 , R 14 MR 15 (i, t Kn^ T^y, ^/W^, #/wK=3ri/, T 
A^rA, 1l tVi^^rl/T 'A3rA, P 1M y A, Af 071]-;^ ^/U-tJn TA^r 
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^ y /W?^ OR9> NR9R 10 .N + R 9 R 11 R 12 A", S R 9 , S ( 
O) R 9 , SO2R 9 , SO3R 9 , ^-^y> CO2R 9 . cn, />pyy, c 
ONR 9 R 10 , SO2OM, S0 2 NR 9 R 10 , PO (OR' 6 ) OR 17 
P + R 9 R 1 0 R 1 1 A", S + R 9 R 1 0 A-S.T^C (O) OMi>fe<f5fti s & 

ri 3^ R i 4 tta^JB^i ^/v^df-^&viafeaA* 
ri 4 ^ri 5 ra^K^JjR^ u 

R 7 &TJ*R s teTKfjf "Cfc D , 

-oEJLkORMizMIt* 7V^-/K TA-=¥=/K #!J7/^K 7*/***/ 
7 \) — / u > T y — ^T/l^/K AD^'y, /nd7^^/K o TA-^r/K ^ 
^•nlM^K jtfyji— 7VK Wl^fBt'f^/K 0l^rn7!J-/K OR 
13^ NR13R 14 , SR1 3 , S (O) R 1 3 , S (O) 2R1 3 , SOa 
Ri3^ S+R 1 3 R 1 4 A", NR 1 3 OR 1 4 , NR 1 3 NR! 4 R' 5 > N 
O2, CO2R1 3 , CN, OM« SO2OM, SO2NR1 4 . N R 1 4 C ( 
O) Ri 3 , C (O) NR13R14, NRi 4 C (O) Ri3, C (O) OM 
COR1 3 , ORis, S (O) n N R 1 8 , N R 1 3 R 1 8 ^ NRi 8 OR 
1 4 % n + R 9 R 1 1 R 1 2 A" „ P + R 9 R 1 1 R 1 2 A" , 7^7lS, K 
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ii-C, T/W^/K T/l"$ r =A', "TVl^^/K v-^pTM/K 7II-/K 

zKy^—- tvu, EEl^^^t3f--Y ^/HOT^foT/u- /W2, OR 9 , N R 9 
Rio, N+ R 9 Ri i R 1 2 A", SR9« S (O) R 9 , SO2 R 9 , Hr*rV 
, CO2R 9 , CN, AP^y, CONR 9 R 10 , SO2OM, SO2NR 9 
Ri», PO (OR 1 6 ) ORI 7 , P + R 9 Ri 1 Ri 2 A", S + R 9 R 10 
A-X«C (O) OMT'£ bf-ggl£;tx, 

C^T% 7->;K 7!)-yV7;i'3^v'*/v#-/K 7y-^7^;K o 
— OR 9 , N R 9 R 1 0 , N + R 9 R* 1 R 1 2 A", SR 9 , S (O) R 

9 , SO2R 9 , so 3 r 9 , ^y, cn, ^pyy, CHNR 9 R* ° , S 

O3R 9 , SO2OM, S0 2 NR9Ri», PO (ORie) ORi 7 MC 

R " lut, — ojy.±(D^*fi, O, NR 1 3 , N + Ri3Ri4 A - % S , SO 
, SO2, S + R 13 A", PRi3 ( p (O) R 13 , P + Ri3Ri4A-, 7 

fufstf y t/w3vk 7x=i/y, r^ygfe, -<:/^K, y ^y 0 ^- KRU^zk 

— o^_kO|*i?fte, O, NR 9 , N + R 9 Rio A ", S, SO, SO 
2, S + R 9 A", PR 9 , P + R9Ri"A-XttP (O) R 9 M =fc 9 -Mt-fiSl 

::t\ EgJK^^n^ ^^OTI^fo7 y — /Wi, Tjv>t=- 
/K T/i^~/K #H7M/K /t?y^— f/i/, T y — /^7;v=Sf;K vy 
p7/^/V, 'sfPt'f^^ 7!)-W^/K ^-^f-y, ORi3 

, NR13R14, SRi3 % s (o) Ri3, S0 2 Ri3 > NR* 3 0 Ri 
4, NR13 NR 14R15^ NO2, CO2R13, CN, OM, SO2OM 
, S02NRi3 R i4 N c (O) NR 13 R 14 > C (O) OM, P (O) R 
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(60) &$i 2002-519418 

13R14 n p+Rl 3 Rl 4 Rl 5 A", P (OR 1 3 ) OR' ^ S + R 13 

ri 4 a-MN^RS Ri i Ri 2 A- A>b<CS#36»b»WStl/fc— o£J._b<Df¥ 

[it^ii 106] amESM**/^*— b ttTia^oflBfi*^ u 

Ift3 3] 




XL 



Hb3 4] 




XVI I IA 
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:rt, Ri, R 2 . R5, Rx&t*qttffi**l 0 5t£l5#&;h/fct>0£R 

ct'&s, it**i o 5 \z.mm.(D^^m 0 

[HI*:* 10 7] m^jvy^- h©^— ^fiiKrlBf Mflc«r*n*5W!l?W 

-C&SfS r £ let <9 BSi*i-«, ft** 10 5 (CfS«c<D^^-& 0 

[ft** 10 8] tWB*P*5W*P3Wf4tt»T*)S, ft** 107 Xcmm.^ 

[it** 109] mm\i7kfrWMteMMRvffim>bfj:zmfrbmifctsti 

Z> s ft** 10 7 \Zti5M<D&f$LJ?&o 

[it** iio] suiattm^Jfi / >^< t^io©p H^ft5tst-fe 

5, lt**l 0 6 fcfBfcro^Jibfrft, 

[ft** ill] wiBttmsiJttryw* yMtKy k-c*>«, ft** i o 
[it**ii2] saaEttmjWttTK*^^- h y ^t-fcs, ft**io6ic 

[ft**l 1 3] RiMR 2 fiT/^=¥/v^e>^5i:(cjl4R^ix5, ft** 

106 Kmm.(D^^m 0 

[ft** 114] R 1 R&R 2 n - :/^vK << V - y^J^RXf 

s<^7-jufrt>t;:z>mfrt>t&3L\z.m$i£frz>. ft**i o 6 \z.%m.<D-&i&jjm 0 

[ft**115] RiMR 2 ttn-^f/K'fe5. ft** 1 0 6 l£|E*fe 

[ft**l 16] 5£ (I) ^tt5M©-a-i^T'fcot, 
[ft3 5] 
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RiS(j!R2|i 7km, TVU^-zK TA"Jr— /K 7jv*=-jv^ ^p7;^/K 

TA^A^^ (jKH7/^^) 7y-^XV'>^o7^i> 

b * swa* e>$&£ $ tb> 

TA^/K TA"{r— A<\ TA^^K /ndT^K 7/V^7!)- 

r/u^/u^-*, (#y7^/H 7y-/vx^^p7^;wt or 9 , nr 

9Rio x N t R9R 1 °R w A" < S R 9 > S + R 9 Ri 0 A", P + R 9 Ri° 
RiiA-, S (O) R 9 „ SO2R 9 , SO3R 9 , CO2R 9 , CN, 

TA^K T/Vtr—fr, T}V*r=-;V, 7)V^r)V7 V — /K 7;W3= 3 r-> 
7/W3^v^7/^/K (# y TA^AO 7!)-/^>^P7^/Ki, O, 
NR 9 , N + R 9 RioA", S, SO, SO2, S + R 9 A', P + R S R 10 A- 

:it% R 9 . RioWR w tt, 7K5R> TA-^A\ TA-Jrn/K TA-3-=A< 

7 y_ yU7/1/ ^ ^A-tfi'dr^TA'^K */^>v / ^rn7 U #A^ 
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Ri WR 2 tt, K*iit>fc#tCs ~C i o ©>'^PT/WMU 
R3|±t Kndrv^-Cfe 1 ?, 

-v^p-tH^^/U, EJft^^n^ ^/K OR3o, SR 9 , S (O) R 9 , SO 

2 R9MSO3 R9 *»6>nc«»d>e>aascfc3a4Fi$tt, 

v/^d7/^/K ^T-n^yf y/K 7y-^7/V^, ESi®^^ o y /K E 
1^7 0 7!)-/^ AD^y, ^"^y, OR1 3 , NRi3Ri4 > SRi 8 > 
S (O) Ri3, SO2R13, S O 3 R 1 3 > NR130R14, NR 1 3 N 
Ri4Ri5^ NO2, CO2R 13 , CN> OM, SO2OM, SO2NRI 
3Ri4^ c (O) NR13RH, C (O) OM« COR' 3 , NR13C ( 
O) Ri*, N R 1 3 c (O) NRi4Ri5 % NR^COsRH, OC ( 
O) NRi3Ri4 x NR' 3 SORi*, NRi3S02Ri^ NRi 3 S 
ONRHRis, NRi3S0 2 NRi4Ri5 N p (o) Ri 3 ri 4 % p 
♦ R13R14R15A", P (OR13) OR 14 A" ^S-TJ^N* R 9 R 1X R 12 

a- fa h £ axfc-ow_h<z>eifeg-efiifc $ 

"CD , 

iiulEX/u^/K 7VU*-=/K #!)7;^;K aKy^— - tvK 7!) 

— /U, ^o7;^;V, ->y p T/U^-/^RXI^T p 1M y/W2, OR 7 , N R 7 R 
8, SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, CONR 
7 R 8 , N + R 7 R 8 R 9 A" „ 7VI"*/K TA-y-— A\ T ]) — /U N -^p7M 
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(64) A** 2002-519418 

— /K P (O) P*R7R8R9A-SO'P (O) (OR 7 ) OR 8 ^ 

— / u > ap7;V^/K uT/W^/^TJ^^nlM^/Wi, O, NR 7 , N+ 
R 7 R 8 A - , S, SO, SO2, S+R 7 A", PR 7 , P (O) R 7 , P + R 7 
R» A-X»7x=uytJ: 9I»**ifc-o6U:©**S:ftf KtU R 1 3 
, Ri ^tfR 1 b fi x 7 RiSf, TA-^/K T/u^— /K Tfr*=- /K t&VTjV* 

y— ^^n-»M^ U A'T/w^/K ^fPT!i-^7/^K EiSl^fot'f 
^ !/^7/^;K E3^-^ p T y — /VT/W^r/K TAs^frT = -7 A7/^^ 

^/W^y7/l^= J r/Hl O, NR9. N + R 9 R 10 A", S, SO, SO2, 
S + R 9 A", PR9 , P + R9 Ri 0 A", P (O) R 9 , 7x-l/y, j^tMM^I 

^ y A^;T, OR 9 , N R 9 R 1 0 , N + R 9 R 11 R 12 A", SR 9 , S ( 

o) r 9 , SO2R9, SO3R 9 , CO2R 9 , cn, ^nyy, C 

ONR 9 Rio, SO2OM, SO2NR 9 R 1 0 , PO (OR 1 6 ) OR* 7 
P + R 9 R 1 0 R 1 1 A" , S + R 9 R 1 0 A-RtfC (O) OM^b^^^b 
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pim ^/vwl, 

R 3 o tiT/W3VK T)V>r=.;V^ T>\/*=-JV^ p 7V^=WK T 

R 7 RTfiR 8 tt7]cm^fc 9 , , 

, 7D-/K 7 !) -;i'7/v i E-/v, ^a^y, ap7/v^/K v"^ p TA^K 
^pI^^a-, zKy^—TvK pIM 1 Bi^rn7y-/K OR 

is, NRi3 R i4^ SR 13 « S (O) R 13 , S (O) 2 R 1 3 , SOa 

R13, S*R13R14A-, NR130R14, NR13 NR 14R15 n n 

O2, C0 2 Ri3 x CN, OM, SO2OM, S02NR14, NR 14 C ( 
O) R 1 3 „ c (O) NRi3Ri4^ NR 1 4 C (O) R 1 3 , c (O) OM 
, CORis, OR 1 8 > S (O) nNRi » , NR* 3 ri 8 , NRi'OR 
14 % N + R9RiiRi2 A -^ p*R9RiiRi2 A -^ T^/m, ^"ff- K 
, tK V FRXfilfcMkQofr h tt Z Ufr hniL UTiitR $ ft. 

rrt% TA-^/K 7;^-;K T/U^f=/K p TA3r A, T y — A\ *° 
yTA^rA, — ^p^-C ^A, Tv'P^rv', 7!)-^7M/K /npTA=¥A, 
^yx-r/K HJR^ ^nlNf ^;vMEi^rP7;u- Ate, OR 9 , N R 9 
Rio, N + R 9 RiiRi2A-, SR 9 , S (O) R 9 , S O 2 R 9 , Jr^V 
, CO2R 9 , CN, Apyy s CONR 9 R 10 , S O 2 OM, S O 2 NR 9 
Rio, PO (ORie) ORi 7 , P + R 9 R 11 R 12 A", S + R 9 R*° 
A-XttC (O) OMfJ bfCgm^tL, 
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-/W*> OR9, N R 9 R 1 0 x N + R 9 R 11 R 12 A _ > SR 9 , S (O) R 
9 . SO2 R 9 , S0 3 R\ t^y, CN V /no^, CHNR3R10, S 
O3R 9 . SO2OM, S0 2 NR9Ri°. po (ORie) OR 17 S^C 

Rx icr, -OJB*_L<Z>#*MU O, NRH, N + Ri 3 Ri 4 A", S, SO 
, SO2, S + Ri3 A -, PRi3> P (O) Ri3 > P-R13R14A", y 

s,=.\s^ s T^sWt. ^<7°^h\ #V^7°^h\ £fekflsft> #yx-r/^fcli 

flSWCW:, -o«±^3Stt. O. NR 9 > N + R 9 Ri°A-, S, SO, SO 
2> S + R 9 A-, PR 9 , P + R9 Ri 0 A-XfiP (O) R 9 \z.£ Q&MfcWM 

/k 7vi^=-/k jK y r/^/K #y^— tvk ry— /k ^d7;^/k 

a7;i/^/K ^^P-y--f^/K 7!)-/V7M;K ^ayy, tf-df->\ OR 13 
NRi3RH > SRi3, S (O) R 1 3 ^ SO2RI 3 , NR130R1 

4, NR 1 3 NR 1 4 R 1 5 > N02, CO2R 13 , CN, OM, SO2OM 
S0 2 NRi3Ri4 % c (O) NRi3 R i4 % c (O) OM, P (O) R 

1 3 Rl 4 % P+R13R14R15A", P (OR 1 3 ) OR 14 , S + R 13 

ri 4 A-&WR 9 R 1 1 R 1 2 A-frbteZffifrbmiRZntc— *oSX±.<Dffi 
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[ft3 6] 




[^3 7] 




XVI I IA 



Ri, R2 N R5 > Rx q «|f ^Xg 1 1 6 izmM(Dh<DX°3bZ>, 

5i i 6 ^ia«c^>^^&o 

119] R 1 RXfR 2 fi^^vK n - -f^-,v^ J y - zff-fV&Xf- 
[fjt^l 2 0] R' MR2fin - -y^vU-C&S, If ^ 1 1 7{CS5«4 
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(68) 



mi*. 2002-519418 



[ft*ill 2 2] jtfrfBT/wxt Ktei^iJlcJ; 9 §HL £ */^* ^ - T 
[ft*ri 12 5] tufa^/M^ - T/i'ft Ki2# y t - ^ h^r-> Ktc 
[ff*lll 2 7] Tf25£ (L I) &ft5M»Wfetfcot, 



/v^7^/, t/u^/w^^-, (#y7;^) m-A'&^BT^i'i 1 



Ift3 8] 




U 
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7Vl^/V^;*\ (^!)7/U^) 7!l-/VXV'>^a7/^/Hi, OR9, NR 
9 R 10 , N + R 9 R 1 °R W A" > SR 9 , S + R 9 Ri°A", P + R 9 R*o 
RiiA-, S (O) R 9 , SO2R9, SOaRS, CO2R 9 , CN n /np 

x 7/Vndr->7/^^, (#1)7/1/^) 7y-A'M">'^o7/^Hi 4 O, 
NR 9 , N + R 9 R 10 A", S, SO, SO2, S + R 9 A~, P + R 9 Ri»A- 

R 9 , Ri°MR w (l tK^, T/U=*r/K TA"Jr=/K T/W^r — 
„ S/^n7;^K 7!J-/K 7'>;K T ^ i»7/W^/V 

» T V — jVTjV^tjv^ tuvif^-yTJ^JV^ */nK^v"sfo7!J-/K 
dp-S^^n v-lM */V#'7;i'nJrv/7;i'^K */i/#^'>'7/>^/V7 5 / 

„ *Wafv/7/^7^7;H/K ^ro7y-/i'7;^K ^fo^y 
/U7 tV^jV-BtSJ-TJ^frT = !>A7^dr^ £> ft 5 bSifciZlRliiiR £ *L H 
Hit. 

Ri $.TJ*R2 fi % ^iiittc^tCs ~Ci 0 <D^uT/u=*/w£r7fMfcU 
R 3 lit KD^rv'T'S)^ 
R 4 fi, TfcHS-C&tK 

R 5 &I>*R<Wi. zkSf, 7VU3r/K TVI^^K 7!i-/K p Tyi^K 
^rp-^-T^/K i^TDf^ ^/K OR30 n SR9, S (O) R 9 , SO 
2 R 9 JkXJ- S O 3 R 9 **?>/i5#^e>l!ftftma*l$tL, 

•7^d7;^/K ^faW^/K 7 !) -^7/1/^, EaS^T 1 olM E 

^TB7!) — /U, AP^y, ^"^y, OR13 > NR 1 3 R 1 4 % s R * 3 % 

S (O) Ri3 x SO2R13, SO3 R 1 3 , NR 13 OR 14 „ NR13N 
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R14R15^ NO2, CO2R 13 , CN, OM« SO2OM, SO2NRI 
3Ri4 N c (O) NR13RH, C (O) OM. COR* 3 , N R 1 3 C ( 
O) NR 1 3 C (O) N R 1 4 R 1 5 % NR* 3 CO2 R 1 4 , OC ( 

O) N R 1 3 R 1 4 , NR 1 3 S OR 1 4 , NR 13 S02R 14 , NR 13 S 
ONR^Ris, NRi3S0 2 NR 14 R 15 . P (O) R 13 R 14 > P 
+ R13R14R15A", P (ORi 3 ) OR 14 A" J K.O ? N + R 9 R 11 R 12 

-co , 

— ,k /ndT/V^K -y^7 nT^^/W^f d t'f ^/Hi, OR 7 . N R 7 R 
8. SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, jr*y , CONR 
7 R 8 , N + R 7 R 8 R 9 A" , TA-^/K TA-ir^/K 7D-/K 

—A, P (O) R 7 R 8 , P + R 7 R 8 R 9 A~2£.tFP (O) (OR 7 ) OR 8 ^ 

fulETA^K 7;^^/K T/^^/K #UT/MVK *yx-fvK Ty 
/npT^^K y^nTMM^fDf^^/Hl, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 

r 8 A-xtt7*=u^^i r> nifts^— o£Ji±o«#«rtt*^*ru, r 1 3 

, R 1 4 ^.U<R 1 5 fi, tKH, T/V^f^, T)V>r~>V, TJV*~/V^ /t? y TA^r 
^?y^— f/K 7!)-/V7/W^r/K 7^ W U -^7^*/>, 

7;v^fn7!)-/i'7;^/K a y A-TA^A, v-^pT 

A^A, ^xpITM^A', ^fo7!)-/K EgjR^^P^-f^/K ES a td7 
y — ,1^ pf/f ^U^/^/K ^fn7!J-;i'7/^;K E9$^-tp1M 
^ y A-TA^A, 0i^fo7!J-^7/^/K 7/VW> ,; t-^7;l' J r^ 
S.t^^7 ;P* :3 r>'7^^7 ^ / # A:#^2'TA*Aa»k&33$a>b&i£fc:51#lcJ 
ft, 

7/i/^/v, 7;^=/K 7U- ATA=¥A, ^t^pUM 
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*/HfctM*!J T/l^/Wi, O, NR9, N'RSRioA", S, SO, SO2. 
S + R 9 A", PR 9 , P + R9RioA", P (O) R», y^—U^^ 

R 1 3 , R 1 4 S.tJ^R 1 5 fi, t Kn^, 7?/, .x/W/K 7 

/K Eig^^p-y-'i' ^/K Ht^fory-yK E®^-r p l7--r ^ V jvTjv^tjv 
„ H^fD7y-/W7^K ^ T — v 5 — /K */l'#^v'7/l'^l'^fnt'f 
^ U /W^^", OR 9 , N+R9R11R12A-, S R 9 , S ( 

O) R 9 , SO2R 9 , SO3R 9 , t^y, CO2R 9 , CN, C 
ONR 9 Ri°, SO2OM, SO2NR9R10, PO (ORie) ORi 7 
, P*R9 Ri 0 ri 1 a-, S + R 9 Ri 0 A-RUC (O) OM^^i^il*^ 

Ri 4 &tj?ri 5 «:#Ki**JSC-T-i:i*#atS:7^J*b, 

R 3 "(47^^ T/u^/K 7/V=*r= /K v/^nr/^/K 7D-/K 7 
vvK ^fpf/f^yl/, 7> : t^!>A7/V^K 7^/W7>' ; e-')A7/^ 

^v"^ ^Pi7-^ ^/K ^7yU7j?T/^=i^v'T/W^/W, ^/Votf^r 5^7 A- 7 5 7 , 
^ra7 y — A7A=WK pIM ^/W7/v*/^tJ { 7/i'*/V7y*=!>A7 

R 7 s.t>*R8 r±7K5ff-e*>9 , > 

— o^±WR« ttzkSf, 7A>Jr=A, T/J^^r— /K ^y7M/K 7Vp=^v- 
, 7P-/K 7 y — ;U7/V#/l', Anj/i'^^ ->^7^^K ^ 

7p-y--f^A, *Ky^— rA, E3i®^7 i c2l7--f ^/K M^ro7y-/K OR 
13. N R 1 3 R 1 4 , S R 1 3 , S (O) Ri 3 , S (O) 2 R 1 3 . SO 3 



-71 - 



(72) 2002-519418 

R i3 v S + Ri3R 14 A-, NRi'OR' 4 , NRi3NRi 4 R 15 > N 
0 2> CO2R13, CN, OM, SO2OM, SO2NR1 4 , N R 1 4 C ( 
O) Ri3, c (O) NRi 3 R 14 > NR 14 C (O) R 13 > C (O) OM 
COR13. OR! 8 , S (O) nNRi8 s NR* 3 ri 8 x NRi 8 OR 
i4 > N + R 9 R 1 1 R 1 2 A", P + R 9 R 1 1 R 1 2 A" , 7^/i> ■^■'ff- K 

# y Egg^^T^Pi 4 -^ ^/^t^E1^^7"DT/W— /Uf±, OR 9 , N R 9 

Rio > N + R 9 R 1 1 R 1 2 A", SR 9 , S (O) R 9 , SO2R 9 , ^^rV 
C O 2 R 9 , CN> AP^y, CONR9Ri° > SO2 OM, SO2 NR 9 
Rio^ po (ORi 8 ) OR 17 , P + R 9 R 1 1 R 1 2 A" , S + R 9 R 10 
A-XttC (O) OMT^bl-fii^tl, 

— /W±, OR 9 , N R 9 R 1 0 , N + R 9 R 1 1 R 1 2 A~, SR 9 , S (O) R 
9 , SO2 R 9 , SOs R 9 , Jr*V, CN, /Noy^, CHNR 9 R 1 0 , S 
O3R 9 , SO2OM, S0 2 NR 9 Ri°, PO (ORie) ORi'WC 
(O)O M7i> b ft 5 »d> h WR £ tifc-o^ -L0>1t*£-Ctt*l£flt* $ *u 
Rx fcT, -o^jKD^mfi, O, NR 1 3 , N + Ri 3 ri 4 A", S, SO 
N S O 2 , S + R 1 3 A~ , P R 1 3 % P (o) R i 3 % P+ r 1 3 R 1 4 a- , -7 

HtJfEtf y 7^u->\ 75/», K, # U K&lMtt* 

MT'f*, -ogJl±<Dj^m«, O, NR 9 , N + R 9 Ri«A-, S, SO, SO 
2, S + R 9 A", PR 9 , P + R 9 Ri°A-XteP (O) R 9 tC £ «9 ttSfcltifc 



-72- 



(73) 
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p7;^;K ■^t'- u 1M ^ /K T V — A-TA-^/K /np^ ;*-3r>\ ORi 3 
» NR13 R 14 n S (O) R 1 3 , S02R13, NR i 3 0 R i 

4, NRi3NRi4 R i5^ NO2, C02R13, CN« OM, SO2OM 
» S0 2 NR 13 R 14 , C (O) NR^RH, c (O) OMU P (O) R 

13R14 s P+ Rl 3 R 1 4 Rl 5 A", P (OR13) OR^, S + R 13 

R 1 4 A"WN*R9 Ri 1 Ri 2 A-^^^<5H^bil^$tbfc— 0^_h<7)p 



[ft3 9] 



R 




XL 



UNO] 



(74) 
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ji^K RMi^ny>tfc^ R 1 R 2 , R 5 > R x ^ R 8 Q ritt#fll 1 

[Wai^S 12 9] mU^^y^— Y<0?;\s—zfteMikftMffl\^& 9 tufB^ 
mfc&t&MirZ> ^ t fc. J: K> fit* 1 ! 12 8 MfSic^fiSc^fe, 

13 0] SfjiaSPTK^^'Jtm^X'fo?. , ff**I l 2 9 lClE*c<^ 

6. is*^i 2 9 ^ta^f^-a-^^o 

12 8 (CfE<fccD^^?&o 

[ft^jgi 3 3] ftfjiattffi»v^ ^^^y-f K-cfos, 2 

[ff^^l34] Ri fiT/U^W^b^Sl^jS^^^S, 

12 8 |C|H«iWg-fife^ifeo 

13 5] R 1 3U*R 2 tt> ^f^. n -:/?vK "T y - 

[tt#3(l 3 6] R 1 &TJ?R2 - ^/U-efo5. 2 8 fcflMft 

[»#3gl3 7] RM^oatW, If 1 2 8 {CfEtt^^&o 
[W*3S1 3 8] RMip- - ho-CfcS, 2 8 fcHBit^filt* 

13 9] T!25£ I ^ft5^tl(0«Stfcot, 
[ft4 1] 
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RiMR 2 ll, zMfc, 7/l^/K TA-^— /K TA-=¥— 7K ^p7^, 

TA-^r/K TA>r~A, TA-^As /NB7/l/*/I/,7/l'^7y- 
;K Ty— A-TA^A, 7;^Jfi/, TA-=i ^i/TA^K J?7^W5-/, 
TA^A-^;**, (jK!J7;v^) 7U-»>^7M/Ht OR\ NR 
9 Rio, N + R9R1orwa- n SR 9 > S + R 9 Ri°A", P + R 9 R*° 
RHA- > S (O) R 9 , SO2 R 9 , SOa R 9 , CO2 R 9 , CN, 

wwT% 7A-3VK 7/^*7— A, 7/^-;K 7W7U-/K TA^i/ 
N TA^^^TA^tA, (tf? y TA^A-) 7!J-/WMv'^ n7^^H±, O, 
NR 9 , N ( R9Ri»A-, S, SO, SO2, S + R 9 A", P + R 9 Ri°A" 

:^t% R 9 , Ri(>MR w ll TA^A-, TA-^~/K 7;^-^ 

„ 7 y — A-TA^/l^, #A^=ari/TA=^A% *^v"^f p7!J-;K #A^ 
^v^t^o i/-y--< ;?A\ ^AotfTA-a^^TA-dfvK ^^^f^/i'W?; 
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Ri WR 2 f*. t tlC#^C3 ~Ci o ©i^^o7^W«L, 

R3 fit KPdfi/ffc^ 

r 4 te, fcrnx-hv , 

cz ^ /K mm^T-vV'f OR3 0, SR 9 < S (O) R 9 - SO 

2 R 9 MSOs R 9 d^ft^P/i^^lZliCjltR^iX, 

^rir, T/w^r/K T>v>r~ /K TA^r— A. 7!i-/K ->^pTA-=¥A. ^ 
xnif^f^/w, Eg^-^T" o iJ-'f ^A&tflHift^ t^pT y — Ate, TA3VK TA 

^fn7D-/K AO^y, ^-^V, ORi3, N R 1 3 R 1 4 , SR> 3 , 
S (O) Ri3, SO2 R 1 3 . S0 3 Ri3 s NRisoRi 4 , N R 1 3 N 
R i4 R i5 > NO2, CO2R 13 . CN, OM> SO2OM, S O 2 N R 1 

3 Ri 4 , C (O) NRi 3 ri 4 % c (O) OM, COR13, NR^C ( 
O) R1 4 , N R 1 3 C (O) NR' 4 R 15 , NR 1 3 CO2 R 1 4 , OC ( 
O) NR 1 3 R 1 4 , NR 1 3 SOR 1 4 , NR 13 S02R 14 « NR 1 3 S 
ONR 1 4 R 1 5 , NR 13 S02NR 14 R 15 > P (O) R 1 3 R 1 4 > P 

♦ ri 3 ri 4 ri 5 A", P (OR13) OR 14 A" 2&.tFN + R 9 R 11 R 12 

T*>9 > 

hUIet^^/k tvv^— a, ta^-a n ^D7/^/k #?y^— tvk ry 

— ;xp7/^;K P7/^rt^fat^ ^Af±, OR 7 , N R 7 R 
SR 7 , S (O) R 7 . SO2R 7 , CO2R 7 , CN, **V, CONR 

7R8 ( N + R 7 R 8 R 9 A" „ TA^A, TA^ — A, 7D-/K ^o7;^ 
^^D-^-r^/u, 7y-^7;^;K E®^^ p -y--T ^A, ffl$^7"PTy 
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— A\ P (O) R7R8 > P*R7 R8R9 A"MP (O) (OR 7 ) OR8^ 

— apT/v^ PT/l^/K&rj^-r nIM ^/Mi, O, NR 7 , N+ 

R7R8A-, S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 

R8 A-Xte^^l^KJ; "9®m^Hfc D^±<D^^jt^U, R 1 3 

, R 1 4 &TJ«Ri 5 ft, T/U^r/K 7VV"^=/K 7/l"*-=/K /KyT/l^ 

,k 7t? y zt— tvk r y — /k r y — ^t/^^vk y — at/i^k 

y— yu N ^fDt^^!J;V7^;K ^fo7!J-;>7^/K Hii^xn-y-^ 
^ y/l/7/l/^/K El^^^ n T y — /UT/U=Sr/W, 7/l'=Jr/l'7y ; e-!)A7;^/l' 

^/WzK!J7/l' :3 f;Hi, O, N R 9 , N t RSRi»A- > S, SO, SO2, 
S + R 9 A~, PR 9 , P + R 9 Ri 0 A", P (O) R 9 , 7;c^lx>\ felMYM 

R 1 3 , Ri ^MR 1 5 tt, tFc^ 7?/, *A*, ^A/K^i/, T 
/Udr/U, #/W#>v'7Vl'= 3 r/K ^T" n 1M ^ /K ^fo7!J-;K ^^*7/l/=¥ 
/K Eli^^xn^-r^A, EH^fD7!J-;K ffl^rpf'f ^ !i^7/W 
, E^fo7U-^7/l/^/K ^ T — v^/K ^ v-TA^/W^T" a -y--f 

? y Af^, OR 9 , N R 9 R 1 0 , N*R 9 RiiRi2A-, SR 9 , S ( 
O) R 9 , SO2R 9 , SO3R 9 , t^-y> CO2R 9 , CN, ^ny>\ C 
ONR 9 Ri°, SO2OM, SO2NR9R10, PO (ORie) ORi 7 
, P + R 9 Ri 0 Ri 1 A", S + R 9 R 1 0 A - (O) OMt5> & 5S¥t> *b 
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R 3 o teTA-^r/K TA^ — A, 7^^^. J/^b7^K T JJ — A\ T 

AfpTU — /l/T^^f/V, PiM ^ /V7/l' :J f/l'SU ! 7/i'^7 y ^ = !) A 7 

-o^±<DRMi7K*> 7/^=/K 7/^-/K ^U7;^K Tv'P^v' 

^p-y-^/K 7t?y^— 7VK Hift'^olM'^'K Bft^fo7y-/K OR 
13^ NR 13 Ri4 > SR 13 > S (O) R 13 % S (O) 2 R 1 3 x SOa 
ru i S + R 13 Ri4A-, NR 1 3 OR 1 4 , NRi 3 NR' 4 R 15 , N 
O2, C0 2 R 13 « CN, OM, SO2OM. S02NR14, NR^C ( 
O) Ri3 s c (O) NRi3Ri4 N N R 1 4 C (O) Ri 3 , C (O) OM 
CORi3 % OR 18 , S (O) n N R 1 8 > NRi 3 R 18 , NR* 8 OR 
i4 x N + R 9 R 1X R 12 A" N P + R 9 R 1 1 R 1 2 A" , 7?7lE, ^<zf^- K 

r.r."C. 7^^^, T>V>T=- /K T/V3r=-jV, v-^ pTA-^/K 7 1)- ^ 
!J7/vaf/K p -y--f ^ A\ T->p^ri/, 7!J-;V7;u d r/K /no7;^/K 
4fyx- tvK E^fot-f ^/US-TjcEg^^-raT/W— /Wl, OR 9 . N R 9 
R io x N + R 9 RiiR 12 A". SR 9 , S (O) R 9 > SO2R 9 , 

CO2R 9 , CN, Anyv, CONR9R 10 , SO2OM, S O 2 N R 9 
rio v po (OR 1 6 ) OR 17 , P + R 9 R 11 R 12 A~, S + R 9 Ri° 
A-XttC (O) OMX*^b(Cg^$tL, 
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— /Wi, OR 9 , N R 9 R 1 0 , N + R 9 R 1 1 R 1 2 A" , SR 9 , S (O) R 
9 , SO2R 9 , SO3R 9 , ^•^■y, ON, /Mn^^, CHNR 9 Ri°, S 
O3R 9 , SO2OM, SO2NR9R10, PO (ORie) ORi 

R* MX, — OJ^±<75^^«, O, NRi 3 > N + Ri3Ri4 A -, S, SO 
, SO2, S + Ri3A", PRi3 ( P (O) Ri3 ( P+R13R14A-, 7 

r^ym, ^<^h\ zKy^y^K. fizTkitm. #y ^— v-^t^-t 
fuiBzK y t/w^/k r-;/^ ^.y^ h\ y k&tj^zR 

te^T-te, — O^_hC0^(i. O, NR 9 , N + R 9 Rio A -, S, SO. SO 
2, S + R 9 A", PR 9 , P + R 9 R * 0 A-XttP (O) R 9 \ZL J; 9 fc^l^g^ 

/K TA-^r^/K #!)7/^K ^Ui-f/K 7U-/K /ndT/I^/K ^ 
CJT/U=*r/K n ^ /K 7i)-/l'7/^;K /np^^ ^^y, OR* 3 

, NR13R14, SR!3, S (O) Ri3 % SO2 R 1 3 , NR^ORi 
4 , NRi3 NR i4Ri5^ NO2 , C0 2 Ri3 > C N, OM ( SO2 OM 
, S0 2 NRi3Ri4 N c (O) NR 13 Ri4 N c (O) OM, P (O) R 

13R14/P+R13R14R15A-, P (OR* 3) OR 14 , S + R 13 

R 1 4 A-RTJ?N + R 9 Ri 1 Ri 2 A-75^^SS¥^^3l^^iX7t— O^Jl±(7)i¥ 
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[WjfrSi 4 0] itrias*t^^7 3i- mstie^W u 

HU2 1 




XL 



ffjf2/M3 ^O-if ^tiTsSiCSrW b, 
[ft: 4 3] 




L 



5£*, Rl ( R 2< R5 x Rx &tfRe 3 9fcre#£*tfcfc0>-Cifc»> 

142] wia*p*^»*Jtt«Bft-ejfe*. it* 7 i 4 i icfEfcw 
»*gc 140 \z.uw.<v&$rt&o 
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14 0 iZtZM.<D&)&Jj& 0 

0 (CfS^O^^&o 

14 0 KfEtt^f&^feo 

[f»*5l 14 7] R 1 &U«R 2 fi^fvK n -^/K -f V - ZT^fVBcO- 
<<v^yud»e,*-5»d»e>l!ftSctiWi*tbS, W^l 4 0 KHEHR0>£*j*#«fc. 

[f»*3Sl 4 8] RiMRMln - 4 OKIE* 

IttJfcB 14 9] Ri>li^ntJ)5, fUsfc:® 140 tC|B«t<Z>-&fi!t^fe 
[»*«15 0] RMlp--bnt'$)5, ft2fc3C 1 4 0 KHE«t©<£-J5Jfcfr 

[f**3Sl 5 1] a&fBT/wa— /UttfiMfc&ltcJ: DBMb^ttr^/U'*^^ 

5 2] WIB^yu^^ttiMtjW^.t >9$Hb£;JxT*/wh^ - T/u 
ft KdS^-TS, 4 0^1H«cO^^ o 

[IS*ii 15 3] HtfE*^* V - 7;vft Ktt, p s ^fejfi 9 Sr^ 

[ft*^ 15 4] husS^./W^^ - Kfi, T/M7 U T/W^^v- Klfi 

[1**^1 5 5 ] ftjfE;*/^^ - t Kfi# U^t- ^'cidr>> K 

x*mit£ti, m&mi 4 0{cis^^^j£ o 

[ff*^l 5 6] WIBT/ua— yW4^^^oaja^AWtc«t!)Bt^$*L 
Six. ^/M^ - T/Wft K#£/SU bubS^A-*:-' - Ktt* »$J»t 
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[0 0 0 1] 
[0 0 0 2] 

^^•_^^^$tL. 7f n - AHftO^MK^ii 5 ^^ tit V Bioc 
hi mica et Biophysica Acta, 1210 (1994) 225-287^fS*OStedroskylC £ 3 H 
nteraction of bile acids and cholesterol with nonsystemic agents having 
hypocho I estero I em ic properties] \at. Iftt^l^^fo-^Iito4 

[0 0 0 3] 

isiii^^ifcft t hwflaft-Bft^iyiffF^iai^^wfi:— Sc^s-^* s - Gast 

roenterology. 1982: 83: 804-1 1 K3E# £*lfc J. E. -ftHO IPrimary Bile Acid 
Malabsorption: Defective in Vitro Ileal Acti ve Bi le Acid Transport! 

[0 0 0 4] 

ft&^^-fS (ReihnedtiL [Regulation of hepatic ch I oestero I metabo I ism 
in humans: stimulatory effects of cholestyramine on HMG-CoA reductase ac 
tivity and low density lipoprotein receptor expression in gallstone pati 
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entsj Journal of Lipid Research, Vol. 31, 1990. 221 9-2226 b Suck I i ngftflv 

TCholesterol Lowering and bile acid excersion in the hamster with chole 
styramine treatment J „ Atherosclerosis, 89(1991) 183-190) „ w*U3\ =i U 
^ro-^i = i/^fn- /M^STl^-h^-a - , Jfa.?f LD L 3 u^ro- /WWW 

[0 0 0 5] 

£tl<5^^^ — ht'fcS (Kramerffc, ("intestinal Bi le Acid Absorption 
J The Journal o f Biological ChemistryJ , Vol. 268, No. 24, Issue of Au 
gust 25, pp. 18035-18046, 1993) 0 
[0 0 0 6] 

—&<oft&mm-?i*. mx.t£. u-r ^m^mmm2, 025,294^ m2. 

078, 588 2,085,782 2,0 8 5,8 3 0 t>*B«tl#fF 

tUm^ 0 3 7 9 1 6 1f, I0 5 4 9 9 6 7f, ^0 5 6 3 7 3 1 #'Ctt, 

L D L =i U^fo — /W WW £>t£T £ -Br. #Mfij=< W^^n— /w£ij£ IT 
[0 0 0 7] 

h p-e<DMfh^31^-e«, ("Hypolipidemic Benzothiazepine 

compoundsj <5 WOl#f^mil^ 9 3/1 6 0 5 5 ^Z.M?F £ tltzM ^ W^^n 

[0 0 0 8] 

ffl^if^WO 9 3/3 2 1 1 4 6-^jC^^$tLTV^2, 0 
[0 0 0 9] 
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12 6 6 1 6 7 6^ RXfiWO 9 2/1 8 4 6 2 ■$§-(£ P^tlTV^ 7fD" 
[0010] 

[0 0 1 1 ] 

^ hNo 0 9 3 - 3 5 1 5 8 9 ^T'fc5gK'Jtl#WffiJ§tlfS 5 6 8 8 9 8A^, ^~ 
r>^>hNo 0 8 9 - 3 7 0 6 8 8*-C*>5W09 8/1 4 7 7/A*, #—tr*- 
yh 5 0 70 1 R - B-Cfe^)*ffl#fF^3, 5 2 0 , 8 9 1 -*§\ hTZ? 
7f7^FNo„ 6586 0 T-B-C*fe^*IS#rF^3, 2 8 7,3 7 0^ 3 
,3 8 9,1 44^ §3,6 9 4,4 4 6^ RtWO 9 2/1 8 4 6 2^Sjfe5 

o 

[0 0 12] 

[0 0 13] 

[0 0 14] 
[ft4 4] 
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(I) 



5£4\ qttl36»e>4(7)3g«[T?*>l3, 

;v*r)VT % y „ TA^r A^*}", y TV^A) 7* V — /k&.tfv'^ p T A=>r Art* 

H"C, 77i"Sf7K T^jr— /K T/u-^=/K An7;^, 7;V^7!J- 
/u, r y — ATA3VK 7;W3=5r^ 7/Wa ^TVi^/K i^7M^7 5;, 
Tyw=¥/w^^-, (^U7;^) 7y-;W->^n7^/Hi, OR 9, NR 
9 R 10 , N + R 9 R 10 R W A", SR 9 , S + R 9 RioA~, p*R9Rio 
RHA-, S (O) R 9 , SO2R 9 , SO3R 9 , CO2R 9 , CN, 

T/U^r/K T>V>r=.)V, T)V*r=.jV, 7W711-/K TA'a*^ 

NR 9 , N t R9Ri»A- < S, SO, SOz, S + R 9 A", P + R 9 RioA- 

rrt% R9 v RioMR w lt 7K3tf, TA^-/K TA=^~A 

„ v'^p7/^/K 7D-/K 7V;K ^7" n 1M ^ /K 7y^ = !>A7;w^ 
, 7U-;v7y^/K ^Atf^^TA^/K */^v'^7o7!J-yK #AzK 
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if-v'/vtov't'f^/K ^A/KTA^v'TA^rA, # AtK^ v^A^AT ^ / 
^TA^A&TJ*TA^AT;/^~^i*TA^A/^b&51¥;^b3&^ 

RiMR 2 tt, J£*t t tt#^C 3 ~Ci o OV^TMHIll, 
y_ , K ^.-^p^^/K OR 9 , NR9Rio. S R 9 , S (O) R 9 , SO 

2 r 9 mi^oz r» frbtez>Mfrbm±Li,zm$i£ti. ::©r9Sifri ° n 

R3R(/R 4 fit— *&K = 0, =NOR' i , = S, =NRnRi2, =NR 
9 , 3Ui = C R 1 1 R 1 2 U 

R 1 i&t^R 1 2 tts zMSS* TA=*rA, TA^r— A, TA^r — A, T 
U— /V, T y — ATA^A, TA-{r— ATA3VK TA^f — ;V7/W^/>, -^ro 
f^^;K *;U*>^7^^/K #A3iJ?TA=i ^i/TA^A, -/^aT/^/K 
->7 7 7/^;K OR 9 , NR 9 R 1 0 , SR 9 , S (O) R 9 , SO2R 9 , 

CO2R 9 . cn, ^p^y, ^y&t/coNR 9 r 1 0 frbteZStfrblk^L 

MiS#^£*L, R 3 &t>*R 4 rt>OH, HN2 £ SH-C/<£< , r ^ <D R 9 &1/R 1 0 

R 5 &t/R 6 ta. 7;^^/K Ty— /K v^nTA^A, 

^fof-f^/K B3^^XD-y--r OR 9 , SR 9 , S (O) R 9 , SO2 

R 9 JkXfS O 3 R 9 fribteZ>mfrbM$l£ft, 

Z.^X\ TA^r A, 7/^-/K 7;^-/K 7U-/K v^nTA^A, 

-ra-y-^A, eg®^-r p-tf--!' ^ ;WKft^fn7 y — Ate, ta^a, ta 

A, TA^r— A, y TA^rA, #yx-f/K T y —A, ^0 7/^ 
v/^pTA^A, ^fot^^/K T y — ATA^A, Ei®^7- n ^ A, GB 

jg^^pry — a, ^pfy, t^y, oris, nr^rh, sr^, 

S (O) R 1 3 , SO2 R 1 3 , SOa R 1 3 , NRiaORi^ N R 1 3 N 
RMRis^ NO2, CO2R 13 , CN, OM, SO2OM, SO2NRI 
3RM ( c (O) N R 1 3 R 1 4 , C (O) OM, COR * 3 , NR * 3 C ( 
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O) Ri4, N R 1 3 C (O) NRi4Ris v NR i 3 CO2 R i 4 , OC ( 
O) NR13R14, NR 1 3 S OR 1 4 , NRi3S02R 14 , NR 13 S 
ONRMRi5 > NRi 3 S02NRi4Ri5 % p (o) R 1 3 R 1 4 , P 
+ R 13 Ri4 R i5A-, P (OR1 3 ) ORi4 A - RXfN+ R 9 R 1 1 R 1 2 

— /K adT^/K v'^ a T/l^A'&t/^T 1 - n 1M ^yW3, OR 7 , NR'R 
8 , SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, ^-#y, CONR 
7 R 8 , N + R 7 R 8 R 9 A" , 7Vl"*-A\ T)V*r~)V, T V — /K ^oTA't 

— P (O) R 7 R 8 , p + R7 R8 R 9 a-BlXIP (O) (OR 7 ) OR 8 ^ 

fulET/l^^r^, TJV'T— /K T/l^dr=/V, /tfyT/W^r/K tf? y ^— 7VK 7!) 
— /np TA-^r/K >^ DT/^= 3 r/^TJ?^^u-y--i' ^/Wi, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 
R 8 A-Xte^nixXcJ; «9gm$tL7t-o^_hcD^^^#tC^-b, Ri 3 
, R 1 4 &TJ*Ri Mi, tK^ % T/i^/K T/U^rn/U, TA-^r — /K #y7;^ 
7f?yoi— 7l)-/K T y —/I'T/U^r/K 7;u= J f-/i'7 !) -/U7^^, 
TVi^/w^ n T y — /WT/w^/K TA-^/i^ 7 1 p y ;i/7/w^, u T 
/U=3r/K ^^n-y-^/K ^fn7!J-;K 7" n -y--f ^ /u, Ii^fn7 

y— /K p ^ y ^7^^^, ^fc7y-;i'7;K/K EI$^7 i n-y--f 
^ y /i/TA^K M^fD7y-/i^7;^;K 7/i'*/i'7y : t=!)A77i'^ 

f^RTftfV T/^/l-n, O, N R 9 , N + R 9 Rio A ", S, SO, SO2, 
S + R 9 A", PR 9 , P + R 9 R 10 A", P (O) R 9 , U->- % ffaMYM 
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Ri3 > Ri 4^ri 5^ tKP^>, T$y, ^/^^^ T 

Hi^rn7y-^7^^/K yT — v?— /K #A#^ v'/Vl^A^T" P 
y/W^^", OR\ N R 9 R 1 0 n N + R 9 R 11 R 12 A~, SR 9 , S (O 

) r 9 , SO2R 9 , SO3R 9 , ^-df-y. C02R 9 , cn, ad^^ co 

NRSRio, SO2OM, S0 2 NR 9 R 10 , PO (ORie) OR1 7 . 
P + R 9 R 1 0 R 1 1 A" , S + R 9 R 1 0 A" IkXJ C (O) OM^bft-SSl/^bji 

ri 4#xfri 5 iift^iii^i#ti^ffML> 

-o£Lk<DRMi7.Kli. TA>5r~/K T/V^/K /Kyr/W^/K 7^o^> 

fPt^^;K tk y ^— 7vk M^-^p-y-^y/K ra^^pry— /k or 

1 3 ^ N R 1 3 R 1 4 > SR 1 3 . S (O) R1 3 , S (O) 2 R 1 3 > SOa 
R 1 3 , S + R 1 3 R 1 4 A" , NR 1 3 OR 1 4 . NR 13 NR 14 R 15 > N 
O2, CO2R1 3 , CN, OM, SO2OM, SO2NR1 4 , NRi 4 C ( 
O) Ri 3 , C (O) N R 1 3 R 1 4 , NRi 4 C (O) R* 3 , C (O) OM 
COR 13 , OR 18 , S (O) nNRis, NRi 3 Ri 8 . NR 1 8 OR 
14 > N + R 9 R 1 1 R 1 2 A" , P + R 9 RiiRi2A- N 7^t, -<Zf^ K 

iir/wJr/i/, ^-r d -y--T y A\ 7->D^y 7!I-^7;^;K /np7^^K 
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ztfjjzn— 7-)\,^ mm^'rvy-'f ?^RlM$m^^oT;u— yufi, OR 9 , N R 9 
Rio N N + R9RiiRi2A-, SR 9 , S (O) R 9 , SO2 R 9 , isr^ry 
, CO2 R 9 , CN> AD^y, CONRSRio v SO2 OM, SO2 NR 9 
R 1 ° , PO (OR»«) OR 17 , P + R 9 RiiRi2A-, S + R 9 R * ° 
A-XfiC (O) OMT*^f)tfilfe$^ 

R 18 f2, ry-zl/T^^^v-^/^-zK T y — A-X/W^r/K 

IM^K ^rn7!l-/K TVU^r/K ii^f n -y--f ^ /t-^t/Eli^— 7" a r y 
— /Mi, OR 9 , NR9Rio v N + R 9 RiiRi2A-, S R 9 , S (O) R 
9 , S O2 R 9 , S O3 R 9 , t=^y, CN, AP^y, CHNR9Ri», s 
O3R 9 , SO2OM, S0 2 NR 9 R 10 , PO (OR 1 6 ) OR 17 MC 

R* tT, — OJ^_k<D^fHfi, O, NR 1 3 , N + Ri 3 ri 4 A", S, SO 

, SO2. S + R13A", PR13, P (O) R13, P+R13R14A", 7 

itWdX-n^ — Oj^Jhtf^JStfi, O, NR 9 , N + R 9 Ri°A", S, SO. SO 
2, S + R 9 A", PR 9 , P + R 9 Ri 0 A-XttP (O) R 9 Id «t <9 ffiftliSife 

ww-C, E^rnt^f ^/v^.t^Eg^^^ciT y — /Mi, Tyu^/M T/K^— 
/K T/i^=/K jKiJ7^;K jtfy=— x/K 7D-/K ^n7^;K v-^ 
^^n-y--T ^/K TU-W^/K ^a^y, t^V, OR 13 
, NRi3Ri4 N SRi3 % s (O) Ri3 % SO2R13, NR130R1 
4, NRi3NRi4 R i5^ NO2, C02R13, CN, OM, SO2OM 
, S0 2 NRi3 R i4^ c (O) NRi3Ri4 N c (O) OM, P (O) R 

13R14^ P* R 1 3 R 1 4 R i 5 A", P (OR'3) OR 14 , S + R*3 

R 1 * A" ]&.ZPN+ R 9 R 1 1 R 1 2 A- t>*btj:Z>mt>*bm$l£tiit—oEX±<D& 
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Rs^OHt, Ri, R2, R 3 > R 4 > R 7 MR 8 ^TtK*"C<CV^ t 
ICR s ^R e ©SK^tizK^ OHfL< iiSH-eft<, 

q^itifc5iR* «^^y/K r~y / £fcter-y y y #/wj^>'-cfc>9 

ntfSl-C*>*K R 1 , R 3 . R 7 ^.t>*R 8 ^7kit*fc5i, R2fi 7 X^> TA- 
^r/VXtiT y — /W-Cifo t) , R 4 fi^fig^T 5: / Xli-ojsH±©7/W^XIi7 

y — /w*t?«ui$tLfeT ^ y -efe «9 , r 5 tefcm. TA^A-Xfir y — A-cfc t> 

[0015] 

71)- /u, Aa7;i/df;l/, •>^d7;1'^/K p ^/K 7!)-^7^ 
**y, OR13, NR13R1 4 , S (O) R 1 3 

, SO2 R 1 3 , SOaR 13 ^ NRi 3 OR* 4 , NR13NRKR15, 
NO2, CO2R1 3 . CN, OM, S02 0M, SO2NR13RH, c ( 
O) NR^RU, c (O) OM, COR1 3 , NRi 3 C (O) R 14 , N 
Ri 3 C (O) NR 1 4 R 1 5 > NR13C02R14, OC (O) N R 1 3 R 
i4 x NR 1 3 S OR 1 4 , NR 13 S02Ri4 > NRi 3 SONR 1 4 R 1 

5 N NR1 3 S02NR1 4 R 15 > P (O) R13R14^ P+ R 1 3 R 1 4 

R15A-, P (OR1 3 ) ORi 4 A-RUN+R* R 1 1 R 1 2 A~ frt>$k3L\Z. 
/V, 7U-/K /npT/V^/K p 7^ d r^lt>'^r n U /HI, CK NR 
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(91) #^2 002-519418 

7 , N + R 7 R 8 A - , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 > 
P + R 7 R8 A-Xtt^a^U'lC.fc VWtei$tlfr-'iU-h<Dl%m*&:MlzmL, 

— /w % /^vTsV^-jV, jV^jVT&M^y-vq-^ ;7/Wi, OR 7 , N R 7 R 

8, SR 7 > S (O) R 7 , SO2R 7 , CO2R 7 , CN, ^-^V, CONR 
7 R8 X N + R 7 R 8 R 9 A" , TA-^/K T/Hr=. /K T!)-/K '^n7M 

— /K P (O) R 7 R 8 , P + R 7 R8 R9 A~RXfP (O) (OR 7 ) OR»^ 

[0016] 

£?£L<f2, R5 X«R 6 ttTIE^^^L, 
- A r - (Rv) t 

t 0 75>b 5 (D^iScT'fc 9 , 
Ar(±7x-/K ^-3r7x.=- A, fc'y^A, fc^^v^A, fc^n^A, hfn — 

yify^yK ^f^/!);K ;f^U-y~yA, ^y^t/y/K fc° 

y 5 v?- a, y y a, h y ry u;k «r v y y a, -rv k y a, ^y/ 
?y/y/K ^yyt^t/y/K ^y/fryy/w^y/^yfr/y 

Art* *b ft <5$M>> "b ItR $ *K 

— o^_h(7)Ry fi, 7;^/K 7A^r=^, 7/^-/V, ^^^K y 
J.— tvK 7!I-/K An7/i'^K -y^n7^/K u -y-^ ^A, Ty — 
ATA3VK ^^rV, ORi 3 % NRi 3 ri 4 ^ SR13, S (O 

) Ri3, SO2R13, S03R13. NRiaoRM, NR13NR14 
Ris N NO2, CO2R1 3 , CN, OM, SO2OM, SO2NR13R1 
4 , C (O) NR 1 3 R 1 4 , C (O) OM, COR13, NRi 3 C (O) R 
1 4 , N R 1 3 c (O) NRi"Ri5, NR13CO2RI 4 , OC (O) N 
Ri3 R i4^ NR13SOR1 4 , NR13SO2RI 4 , NR 1 3 SONR 
14 Ris, NRi3S02NRi 4 R 15 , P (O) Risru^ P + R 1 
3R14R15A", P (OR13) OR14A- MN* R 9 R 1 1 R 1 2 A - 
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(92) m^. 2002-519418 

— /K /np7/W^K *s9 p7/^/^toW ^/W3\ OR 7 , N R 7 R 
SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, ^^-y, CONR 

7R8 ( N* R 7 R 8 R 9 A~ , T/V^/K T/Vr—jXs, T V — /K v^nT/l^ 
^^DlM^/K 7!)-/V7^;K 0i|AfBt^^;K Ei^rnTU 

— /K P (O) R 7 R 8 , P*R'R8R9A-WP (O) (OR 7 ) ORM> 

SutflT/i^/K ta-^^/k t/i^^/k zKyr/i^/K ?t?y^— tvk ry 

— ,K /NnT^^/V« PT/V=^/^TJ«^-7 1 nf-^ */W4, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 

[0 0 171 

£ vtn-SL b< (i, r sxiiR 6 c±Tia^: (11) %^-$-z> 0 

[0 0 18] 
[ft4 5] 




(ID 



q ^ix(i2-efo 1 9 , 

R 3 fit Kn^rv'-efo^ 
R 4 &TJ*R e (i7K^-efc «9 , 
R5 (I I) &^TU 
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2002-519418 



[0019] 
[^4 6] 




(II) 



it^ t fiO^b 5<DmmX^ f 0 , 
-otl±©Ry liORi 3 -cfeD, 

^A^&XK/tfy TyW^Sfi, O, NR 9 v N + R9RioA- % S, SO, 
SO2. S + R 9 A" , PR 9 , P + R » R 1 0 a- , P(O) R 9 . B.7Y.\YM, T 

9 , NR9Ri°, N + R 9 Ri 1 Ri 2 a-, SR 9 . S (O) R», SO2R 
9, S03R9, ^-dry, CO2R9, CN, yN P y^ > CONR 9 Ri°, P 
O (ORi e ) ORi 7 % p*R9 Ri 0 ri 1 A-fa(bf£Z>mfat>m&l&frfc— 

Ri i&t^R 1 2 fit, TkiSf. T/i^/K 7;^-/K T/l^^/K T V — /K 
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(94) 4f ^ 2002-519418 

T y_ /UT/ I^, K TJVtr—fVT)^*^, T/l'^r—A'T/V^/K — ^d-^^^/U 

OR 9 , S R 9 > S (O) R 9 , SO2R 9 , SO3R 9 , CO2R 9 
CN, AP^y, t^y&VCONRS r 1 o frbf£Z,%$frb$&±L!tZm$l&tl 
R3S()!R 4 ^OH % NH2S.T>*SH-C^V^|5gf3, R 9 ^.t^R 1 0 flStfrflBJt* 

ri 6^ri 7 ( iR9 ,s.r;MSrt^t 5 II^S^ b 14 tlR $ n> 

[0020] 

n « 0 <b 2 (DSic-efc 0 , 

R 1 IkTfR 2 (3:> TkSSt, 7VV^A\ T/W^^K 7^5r=->^, s^aTA"*A'. 

nt^T/^K T/l^^/K T/W^r— /K ap7^^/K7;v^7!)- 
/V, 7U-yV7/i'^K 7/V3^fv', T/i^ ^v'T/l^K ^7/vW?/, 
T/V^/U^^", (jK y T/v^) 7y-^S.^>^P7/^;Kt, OR 9 , NR 
9Rio ( N + R 9 R 10 R W A". SR 9 , S + R 9 R 10 A", P + R 9 R 10 
RiiA-, S (O) R 9 , SO2 R 9 , SOaRS, CO2R 9 , CN. 

TVl^/K TA-^-^/K 7^ J r-/l / , 7^W!J-/K T^a^V 
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(95) m %L 2002-519418 

NR9, N + R9RiOA-, S, SO, S02« S*RU- > P+R9Rio A - 

^CT% R 9 „ Ri °&t^R w fit, ?Ki5f, TA-^/K T>V*r~>V^ T/V^r—JX' 

Ri MR 2 fit, ttJC##C3 ~C i o roV^o7/V^ML, 

i»— /K ^rnt-f^/K OR 9 , NR9Ri», S R 9 , S (O) R 9 , SO 
2 R9MS03 R 9 d»P>*6»*»6>3lllitliia^$*L, IKDR9MR 1 0 fit 

R 3 &LFR 4 fit— ££f£=0, =NORii. =S, = NRi i R 1 2 , =NR 
9, Xft=CRHRi2^MU 

r^T% Ri 'MR 1 2 fit, TkUt, T/W=¥/K T/w^— >K 7/V*=/K T 

■>77 T/l^/K OR 9 , N R 9 R 1 0 , SR 9 , S (O) R 9 , SO2R 9 , 
CO2R 9 , CN, AP^y, t^yMCONRS Ri o^f)/i§si^bii 
l-51iR£3x, R3MR 4 ^OH, HN 2 £SH-C&<, rr^R^^R 10 
fitH&SBfc 1*1 9. 

R 1 1M 1 2 fit^Xfii^M^- i: 

R5 (i— o£i±ooR 1 3 a -ea^^HfcT y— /V-Cfo«3 , 

Ri 3 » (i, Tyu^r/UT y — /i^T/w^r/w, 7^^r/^rP71)-;i'7/i'^, 
, 7^^rnv'^!);i'7M;K ■ r ^T p y /WTyw^rA-, ^rn7U-/i' 

Ri3«fit, k Kp^'X 7?/, X/Utf;, #/1^t}? 3f-v^ ^/UzK^r 
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/U7^^/K df--f — v?— /U, OR 9 , N R 9 R 1 0 , N + R 9 R 1 1 R 1 2 A" , 
SR 9 , S (O) R 9 SO2R 9 , SO3R 9 , 3r*rV \ CO2R 9 , CN, 
AO^y, CONR 9 R 10 , SO2OM, SO 2 NR 9 R 10 > PO (OR* 
6) OR 17 , P + R 9 R 10 R X1 A" „ S + R 9 R 1 0 A-RX$C (O) OMtJ> 

R6(t 7 K^. T/W^/K TA-^/K -y^P7^;K 
-T^/K Bil^rat^^/K OR 30 . SR 9 , S (O) R 9 , S0 2 R 9 R 
I/SOa R 9 frtbteZ>&frbm#L£tl. 

v-^pT/i^/K ^^pI^^K T U — /VTVV^/K E3$^7- p 1M * /K E3 

l-.fo7y-/K Anyy, ^-^y, oris, nr* 3 r 1 4 , SR 1 3 , 

S (O) Ri3, SO2R 13 , SO3RI 3 . NR* 3 OR* 4 , NR 1 3 N 
R i4Ris > NO2, CO2R 13 , CN, OM, SO2OM, SO2NR1 
3R14, c (O) N R 1 3 R 1 4 > C (O) OM, COR 13 , NRi 3 C ( 
O) R* 4 , NR13C (O) N R 1 4 R 1 5 , NR^COzRi 4 , OC ( 
O) N R 1 3 R 1 4 , NR 1 3 SOR 1 4 , NR 13 S02R 14 , NR 13 S 
ONRiiRis^ NRi3S02NRi*R 15 « P (O) R 13 R 14 , P 
♦R13R14R15A-, P (OR1 3 ) OR 1 4 A-RWN + R 9 R 1 1 R 1 2 
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(97) m^. 2002-519418 

— /K ^oT/^/K 9 s9 D7;^^^rDt'f OR?, N R 7 R 

SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, ^^y, CONR 
7 R 8 , N + R 7 R 8 R 9 A", TVV^/K TJ^T—fr, T V — /K ^n7/^ 

zu, ^^p-y-^/K t y — /I'T/v^/i/, eg^-^p-y-'f ii^fary 

— /K P (O) R 7 R 8 , P+ R 7 R 8 R9 A" S-TJ^P (O) (OR 7 ) ORM> 

^r.T% fufBTVl-^/K TA">-~/K T/l^ — /V, ^U7/V^K ztf y :r.— f 
/K /ndT^^/K v"^ n T/^^r^R.U^T p -y-^f ;$VW£, O, NR 

7 , N+R 7 R 8 A - , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , 

p + r 7 R 8 A-xte7^~^>iz£ os^^nfc— ^^(Dmmz&M^^. 

R 1 3 , Ri <MRi s 7 X^, 7VU*A\ 7^=^, TA-^—ZK V 
TlV^rjV, xtf y oi— tvU, T y — /K T y -/l/T/V^f^, T/U3c;UT V 
df/K 7^^^f o 7 U -^7/1^^^, 7^^/^f ov'^!J>'V7/l'^;K ~> 
^pT/I^/K ^^P-y--T ^/K /sfn7!)-;K ^ n -y-^f ^/v, 23^^ 

fo7!)-/K ^TPt^^y^7^^K ^TP7y-/l/7/W^K t 
p-y-l' ^ y A-T/i-^/K 0S^fn7!J-/i'7;^/K 7;i'W>' ; t^'>A7 

^/W*!)7/^;Ki, O, NR 9 , N + R 9 R 1 0 A - , S, SO, SO2, 
S + R 9 A", PR 9 , P + R 9 Ri ° A", P (O) R 9 , 7x-Uy, fit7ki\Z%0 

, E^rnTy-^7^^, ^7~ /K OR 9 , NR 9 Rio > N + R 
9 RiiRi2 A ", SR 9 , S (O) R 9 , SO2R 9 , SO3R 9 , jr^rV 
, CO2R 9 , CN, AP^y, CONR 9 R 10 , SO2OM, SO2NR 9 
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(98) 2002-519418 

Rio v po (ORie) OR' 7 , P + R9 Ri 0 ri 1 A", S + R 9 R 10 

a-rxic (o) oMfrbte%mfrbmu&fttc-^&±<Dmx*&M^mw!:£ti 

Rl 6^R1 7 (JR9 ^M^^-rSg^S^b3fi5i^jl^$tL. 

Ri 4 &r>*Ri s B|ti;|»t#^I^MU 

r 3 o teTA^f A\ TA^ — A\ TA-^r^A-, v'^o7;l'*/K TU-/K T 
«>7K ^-rnlM^/K T^^e— V JiTA"*^ TA-^rA-T^^-^-kTA^A 

T y — /UTA^A, ^/U/f^i/TAdr/K n7!l-^, #A/tf 

3^>^^a1f--f ^/K #A#TA':3^v'TA'=¥A\ ^/^^^W?/^ 
^■7=- pTU — A-T A^ A, o y /I'T/Wdf/vaVT^^^T = ^A7 

-og±©RM«, TA"*-=/K TA=*r-A, xKUT^^/K Tv'P^v' 
X 1) — A\ T y — /1/7/V^/W, /^n^:/, TA^A, >'^0 7M;K ^ 
^n-t>-^ y/K /tfy^—r/K Eg^^-r d i^--f y A% ll^ro7!i-;K OR 
i3 x NRi3 R i4 s SRI 3 „ S (O) R 13 , S (O) 2R13, SOa 
ri 3^ S + R 13 Ri4A- % NR 1 3 OR 1 4 , NR 13 NR 14 R 15 > N 
O2, C02R13, CN, OM, SO2OM, S02NR1 4 , NR* 4 C ( 
O) Ri3, C (O) NRi 3 R 14 , NR* 4 C (O) R1 3 , C (O) OM 
„ CORi3 N OR' 3 , s (O) n N R 1 8 NRi3Ris v NR 18 OR 
14^ N + R 9 R 1 1 R 1 2 A" , P + R9RiiR 12 A-, 7$/i, ^■-f s f- K 

TA-3VK 7^^-/1', TA-=*=A\ ->^0 7^;K 7U-/K *K 
U77^;K ^rnt^^^K 7->o^ T y — A-TA^A-. ^n7/^;K 
Ttfyrc— x/K E^^v" n if-r yA&OTg^^nT/w— A-Mu OR 9 , N R 9 
Rio, N + R 9 R 1 1 R 1 2 A~, SR 9 , S (O) R 9 , SO2R 9 , **cV 
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(99) !®m 2002-519418 

» C0 2 R9 N CN, /MJy>, CONRSRio, S O 2 OM, SO2NR9 
Ri ° , PO (ORi 6 ) OR 17 , P + R 9 RiiRi2A", S + R 9 R 1 0 
A-XttC (O) OMt*$ 

R 1 8 fi, 7->^, 7 y -/l/7^3^^^/U#^K T y — ^7/1^^^, 

IfW^/K ^ro7!)-/K TV^/K il^r n ^ /^VHIi^T n 7 !) 
— /Wi, OR9, NR9R10, N+ R9 R 1 1 R 1 2 A", SR 9 , S (O) R 
9, SO2R9, SO3R 9 , ^"df-y, CN, Aci^y, CHNR 9 R 1 0 , S 
OaR 9 , SO2OM, SO2NRSR10, PO (ORie) ORi^OtC 
(O) OM36»b<i;5»*>b»^Stbfc— o£JL±©«iftS-effiltl!i11ift$tb, 
R * i£T, — oEJt_htf>£*3if ttu O , NR13, N + Ri3 R i4 A -. S , SO 
„ SO2, S + Ri3A", PRi3 x p (o) R13, P + Ri3Ri4A" N "7 

75/K, ^7°^K, /K y s<zf=f- K\ mfottMo. tfV^—T^tcte 

— 0^±(Dj^^(i, O, NR 9 , N + R 9 Ri°A", S, SO, SO 
2, S + R 9 A", PR 9 , P + R9Rioa-X«P (O) R 9 \£ X 9 

o7^^r;K ^fnt'f^yK 7!)-/l/7;^/K /mi^, ^y, OR* 3 
, NR 13 Ri4 > SRi3 > s (O) R'3, S02R13, NRisoRi 
4, NR 1 3 N R 1 4 R 1 5 n NO2, C02R13, CN, OM, SO2OM 
, SO2NR13RK, C (O) NRi3Ri4^ c (O) OM, P (O) R 

1 3 R 1 4 ^ P+R13R14R15A", P (OR * 3 ) OR^, S + R 1 8 

Ri 4 A"MN + R 9 Ri 1 Ri 2 A-*>bJ5:«#j5»e>ai^$tL^— o£X±<Dm 
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(100) ^$2002-5 1 94 1 8 

[0 0 2 1] 

R i 3 Ml T^^/l'T y — A-TA^/K TA^rA^-r o7 y — ATA3VK 
TA^W-- r-n y ATA^A&tJ^ A/KdrVTA^AT 5: 7 # A/K — ATA 

So 

[0 0 2 2] 

r i 3 a j^t a=^at y — at A=¥A-efc 9 > 

Ri 3«ll ES^fPt^ ^/Wffl^fnT y — A7)>fb&<5i¥/^5>jitR 
[0 0 2 3] 

R 1 3 a (3 T A=^AT y -^7y^/K'$) 9 , 

Ri3.|i, H^^-v" o ^ A&0E0— -r-oT V — A;6>b&<5S¥/^fbjiliR 

[0 0 2 4] 

n fi 0 <b 2 ©Iltfc >9 . 

R 1 S-tFR 2 M 7y^/K T/l-ir— A, 7/^=/K ap7/^^, 

T^^TU-ZK T y — AT A^A,, TJVzi^-y^ T^^Jf-v/T^^/K v>T 
5 7 , T A=*rA^;*\ y TA=*rA) T y — A^T^v^ o TA^Art* 
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(101) m$t2 002-519418 

T/U3VU^;*\ (tK V T>V$r?V) 7!l-^&t)f'>^B7^li, OR 9, NR 
9Rio % N + R9R1orw A -, SR 9 > S + R 9 Ri°A", P'R'Ri" 
Ri i A", S (O) R 9 , SO2 R 9 , SOsRs, CO2 R 9 , CN> 

, T/W^v'TyU'dr/K (jKy7^^) 7!J-/i'M'>^P7^;Hi, O, 
NR 9 > N + R9Rio A -, S, SO, S0 2> S*R 9 A- ( P t R 9 Ri»A- 

- r T% R 9 , Ri o.S.t^RWfi, tK*, T/U^r/K TjVt — /K T/^^/W 
, 2^ P7Vl"¥/K 7U-/K 7->/K ^ ^Dih-r 7^-!)A7M^ 

^•^tdH^/K ^/^7/V3^i/7;^;v, tf/UjtfdF-VTVi'^/l'T 5 J 

r^dr/u^e>^s^t>aic^a^$4x, *7c, 

Ri MR 2 «, J^^«t HlcM^Ca ~C i o Wv'^dT/^ItMU 
R 3 ;K.t>*R 4 f2, zkSf, T/W^/K T/l^~/K TA^—A-, 7'>P^ ( T 
y— /K ^^olM^/K OR 9 , N R 9 R 1 0 , SR 9 , S (O) R 9 , SO 

2 R9stFso3 r 9 d»e> e>i3iac^»*i**t, i^or'wr 1 ° « 

R3 ^.t^R 4 t$— If JC = 0, =NORi i, = S, =NRHRH, =NR 
9 , Xli=CRHRi2eMU 

C CC, Ri i Jt/Ri 2 fix zKHf, 7Vl"*VK 7Vl"*-=-/K 7VU^~/K 7 
y— A\ 7 y — /i^/w^/K T/u4r=/UT/i<"*-/K 7A-=¥— /t-^/i^/K 

v/7/7/U=¥/K OR 9 , NR 9 Ri°, SR 9 , S (O) R 9 , SO2R 9 , 
CO2R 9 , CN, An^y, ^yWCONR 9 Ri o^fj^^i^USi - 
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(102) #^200 2-5 1 94 1 8 

R 3 iSOH, HN2 i:SHfi< ( irOR'WR 10 

Rsii-o^OR 1 3 b -Cfi&Sti/fcT y — /wt?fe!9 , 

Risbfj;, TA-^/K T^sr=-^, T/l^^/K y T/l-^r/K * U ^ 

INf'^/K ^tp7!)-;K IHijR^T 1 niM ^/k 0Iatp7!)-;K ^tp 
*s9 y /UTA-^/K ^7" nry — ATA-^r/K Ei^r p 9 y /W7/v*/K 
Ei|^fn7!;-^7/l'*/K 7^^/i^7 y^ - A7;^/vRO ! *^^^v'7 

ri 3 b #AJ#=¥v'TA3rA > ^^olJ-'f ^fP7!J-/K 

T^D-th^r^ y^/w^/K ii^fn7 y — ^7^^^xi4 ;3 f-tv ; = Ao^fefcs 

R 6 fi. T^iif. TA3VK TA^r— A, T y — /K '>^a7;^, ^^d-^ 
-<:?A N EI^fnf'f^/K OR 3 0 , SR9, S (O) R 9 , S02R 9 X 
U*S0 3 R 9 ^b^5i¥^bi!4R$n, 

riTJ, TA3VK TA-^A, T/U^r— A, 7y-/K ^^0 7/^^ ^ 
fnf^^/K El^^-r nlM ^;vWEi^TP7 JJ — Ate. TA3VK TA 
-Sr— A- N TA^f-^ A. V TA^rA, U ^— 7VK 7D-/K /no7^^K 
•>^p7/^K ^fnf'f^/K 7y-^7^=f-/K El^-r o E 
^ro7y-;K ao^V, 3h=¥y, OR* 3 . NR^rm, SRi 3 , 
S (O) Ri3, SO2R13, SO3R1 3 , NR130RH, NR 1 3 N 
Ri4Ri5 x N02, CO2R 13 , CN, OM, SO2OM, SO2NRI 
3 Ri 4 % c (O) NR 1 3 R 1 4 > C (O) OM> COR* 3 , NRi 3 c ( 
O) R 1 4 , NR 1 3 C (O) N R 1 4 R 1 5 , NR13CO2R1 4 , OC ( 
O) N R 1 3 R 1 4 , NR 1 3 SOR 1 4 « NR13 SOzR' 4 , NR' 3 S 
ONR 1 4 R 1 5 , NR'aSOaNRiiR 15 , P (O) R 13 R 14 , P 
+ R13R14R15A", P (OR13) o R 1 4 A" RUN* R 9 R 1 1 R 1 2 
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(103) 2002-519418 

a- ts> tb ®&\z.m*i £ ^fc— 0£A±©«lftai-CflKft $ ft, 

SfJfETAdrA, TA^~A, TA=*-=A, /KU7^=^/K /#y^— tvK Ty 
— A\ ^n7;^/K v/.^ n o f/f ^/HJ, OR 7 , NR 7 R 

8 , sr 7 , s (o) r 7 , SO2R 7 , CO2R 7 , cn, ^=¥y, conr 

7 R 8 , N + R 7 R 8 R 9 A" , TA^fA, T>V>T=- A, ^o7M 
A\ ~^D-y--f ^/K 7D- ATA^A, EH^fnt'l'^/K ESM^^n Ty 
— A, P (O) R 7 R 8 , P + R7R8R9A-MP (O) (OR 7 ) OR 8 ^ 
h & $ tlfc-o«±©fMT* $ h K.WMk* ft, 

sufaTA^A, 7/^^/K 7;^=;K ^!)7/^/K *Ky^— f/K 7!i 
— yK /np7;v#;K o TA^A&TJ^T- n -y--T 2? Ate, O, NR 7 , N+ 
R 7 R 8 A - , S, SO, SO2, S + R 7 A~, PR 7 , P (O) R 7 , P + R 7 

R« A-Xt±7 3L — l'Z'\Z.£ 9fi&£ftfc— -z>sx±<Dmm^iS:M^\^. R 1 3 
, R 1 ^TiR 1 5 tt, tK^, TA=^A, 7/^=/K 7/^^/K jKU7/v^ 

/k 7f?y^— f/K Ty— a, t y — ^7/^/k 7/1/^^7 y — ata^a, 

7^^fn7 y — ATA^A, 7/V^/^f n y ATA^A, ->^d7 
A^f-A, ^^n-y-^/K ^fn7!/-;K 00-^ a -y-^f ^/K Eg^-^xaT 

y— a, ^^o-y-^r ^ y ata^a, p t y — at a^ a, e^^to-im 

^ y AT A^rA, Hl-^f o71)- ATA^f-A, T A^r AT >-^~ ? i^TA^r A 
^yw*>->7/u^7 5 y #A*>^TA^A^b&53¥^^3i^514R£ 
ft, 

TA^rA, TA^r— A, TA^r— A, T y — ATA^r A, ^rof'f 
yA&U^y TA^rAfi, O, NR 9 , N + R 9 R i ° A" , S, SO, SO2, 
S + R 9 A", PR 9 , P + R 9 Ri°A", P (O) R 9 , 7x^Uy, ^zKM/ 
, T^sm. ^r/f- KXfi^y^^ KtCct 9 @&£ftfc-o^_k(7^iS 

Ri3, Ri^MR 1 5 it t Ko^y, T $ 7 , ^A/jx, #A/K=3rv^ 7 
A^/W, ^7A^drv-TA=3f A, ^^P-y--f^A, ^n7!J-;K ^.A/f;TA=¥ 
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(104) #^200 2-5 1 94 1 8 

„ Ei^fnjy-^T^K ^T-v^/K OR 9 , NR'Ri^ N + R 
JRiiRUA-, SR 9 , S (O) R9, SO2 R 9 , SO3R 9 . ^-^f-y 
, CO2R 9 . CN, AP^y, CONR9R 10 , SO2 OM. SO2 NR 9 
Rio > po (ORi 6 ) OR 17 , P + R 9 R 10 R 11 A" v S+R 9 R 10 

ri 3 sutRi 4 fi^sRjg^-t i: >btwfl-#, ^y, #yUJi*dF-*Xftl*IHttifij5» 

p-y--r yA-^z&u 

R3 0|i7;^;K 7/i,Sr=./\s y T/I^=/K ^^pTM/K T y — A\ T 
vvK ~rnlM y/K T>^=- V ±»T ;V*r>V^ T /^^/^T 

^rn7!) -^7;>^, n t ^ /i'7/u^;HU ! 7;v^;i'7 y ^ = A 7 

— o«±©r« {±?K^> T^y-/K tvi^^/k ztfyryu^/K 7->p^y 

, 7U-/K 7 D -/V7^*/V, Atiyy, ^n7^^;K y^p7/^;K ^ 
fnf^f^/K zKy;n— x/K fflt^fot^^/K raf^^oTy— A\ OR 
13^ NR13RH, S R 1 3 , S (O) Ri3 x s (O) 2 Ri3, SOa 

RU^ S + R13R14 A -, NR130R1 4 , NR13 N R14R15 x N 

0 2> C0 2 Ri3 v CN, OM ( SO2OM, SO2NR1 4 , NR^C ( 
O) Ri3 N c (O) NRi3Ri4 x N R 1 4 C (O) Ri3> C (O) OM 
„ CORi3 N ORi8 > s (O) nNRis, NRi 3 Ri 8 ^ NRi'OR 
i 4> N + R 9 RiiR 12 A", P + R 9 RiiRi 2 A-, T % / @L K 
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(105) ^2002-5 1 94 18 

!J 7;^;i/> p Tv-p^>\ T y — /U7VU3r/K ao7;K/K 

/t?y^— tvw, it^r p t-f ^ ^^Et^f n T/u-yHj:, OR 9 , N R 9 
Rio, N + R 9 R 1 1 R 1 2 A" , S R 9 , S (O) R 9 , SO2R 9 , V 
, CO2R 9 , CN, AO^y, CONR9Ri" < SO2OM, SO2NR 9 
R 1 0 , PO (OR 1 6 ) OR 17 , P*R»Ri 1R12A", S + R 9 R 10 
A-XteC (O) OMf$ biZ-WMZtl. 

TvvK TD-^T;^^^*;^^, T y — /UTW^/K ^-r p 
•y-^^/K ^fa7y-/K TA-^/K Ei^fnt-f ^/u&OT^fP7 y 
— /W±, OR 9 , N R 9 R 1 0 , N + R 9 R 1 1 R 1 2 A" , S R 9 , S (O) R 
9 , SO2R 9 , SO3R 9 , **ry. CN, /np^>\ CHNR 9 R 1 0 , S 
O3R 9 , SO2OM, S02NR 9 Ri°, PO (OR 1 6 ) OR 17 MC 
(O) OM^b^^S¥^biliR^4xfc-o^_h(D^ST^#(C®m$n, 
Rx ^T, — 0^_h(Dj^*{i, O, N R 1 3 , N + R 1 3 R 1 4 A - , S, SO 
, SO2, S + R 13 A~, PR 13 , P (O) R 13 , P + R 13 R 14 A", 7 

{b'^-fte, -otiio^iii, O, N R 9 , N + R 9 R 1 °A", s, so, so 

2, S + R 9 A", PR 9 , P + R 9 R 1 0 A" Xf± P (O) R 9 'O HM^M^k 

/k t/i^~/k /KyT^^r/u, Ttfy^— tvk ry— /K Ac7y^;K 

pT/i^/K -^pIM^/K T y — /UT/i"*vK ^p^>", ^"^y, OR 1 3 
, N R 1 3 R 1 4 , SR 13 , S (O) R 13 , SO2R 13 , N R 1 3 OR 1 
4 , NR 13 NR 14 R 15 , NO2, CO2R 13 , CN, OM, SO2OM 
, S02NR 13 R 14 , C (0)-NR 13 R 14 , C (O) OM, P (O) R 
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(106) ftg20O2-519418 
13R14^ P+ R 1 3 R 1 4 R 1 5 A" , P (ORl») ORl*. S+R13 

Ri 4 A-#.tW + R9 RHR12 A- fribt£Z>$tfrtbm$l£tltc— ?£Uz(Dm 
[0 0 2 5] 

[0 0 2 6] 

5£cp, q f4 1 75^fe 4 CDS^-Cfe "9 ^ 
nteOT^ib 2©itt*fei5 . 

RiWR 2 ll 7K^> 7VI"¥A\ T>V>r~>V^ T>V5r=-)V^ y^uT/^/^, 
>V*r;VT^;, T>V*)V*f-jr^ (^P7;^/V) 7y-/W->^7;W 

/K T y — /WT/W^/K 7^3^rv' ) TA^ v'TVU^/K i?7/^7$/, 
T/l^/l^^ y TVMVI') T V — /^RXfis? PT/l^/W^ OR 9, NR 
9 Rio, N + R9Ri°R w A-, S R 9 , S + R 9 Ri°A", P*R 9 R 1() 
RHA-, S (O) R 9 , SO2R 9 , S Oa R 9 , CO2R 9 , CN, 

t^yWCONR9Ri 0 ^Pj^S^bS^^tLyt— o£l_b<Z>«ifeS 

r^-C, TA^K T/Vfr=-jV^ TA-=¥=-/K Tj^/VT V — /K 7^^^-v' 

NR 9 , N + R 9 R 1 °A" > S, SO. SO2, S + R 9 A~, P + R 9 Ri°A" 
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(107) 2002-519418 

CCT\ R 9 , RioMR w ll zkSt, T/i^/K 7Vi^~/K T/u^r=yv 
dr>~^p ~>-y-^ ^/K #/u-tf;T/U=»=^v'7Vi'3r/K */^>v'7;^/i'7^ 7 

R 1 MR 2 ^iiit(c^C 3 ~C i o tf)v^ pT/i^^SttT^U 

y— ^t^pIJM^K OR 9 , NR9Ri», SR 9 > S (O) R\ SO 
2 R 9MS0 3 R 9 r. rcDR 9 &rj?R 1 0 fi 

R3MR 4 fi— £#{£ = 0, =NORii, = S, =NRi i Ri 2 , =NR 
9 , Xtt = C R 1 1 R 1 2 £ttT2/& U 

Ri i^t/Ri 2 (2, TkiSf, 7V^A\ T/l^~/K 7VU3r=/K T 

•>7/7;V^, OR 9 , NRSRio, SR 9 , S (O) R 9 N SO2R 9 , 
CO2R 9 , CN, ^ny^ ^yMCONR^ R 1 0 7^(b &5i¥/^ib3&AZ: 
^iltR^tl, R3MR 4 ^OH, HNztSHX'/^, r ^ ©R 9 RXfR 1 0 
teffj|E£II]CT*fc<9, £fc, 

Ri ^r/Ri 2 (i^mxfij^^^<bi'b^^#v.^p^^^b, 

R5 |4-o£(±(DORi 3 b -?®&£*LfcT y — /l^-Cfe 9 , 
R 13b (i, TA^A, TA<^-~A N y TA3VK ztfy^— fvK 7U-^ 
, T y — ATA^A, TA^AT y — AT A=^r A. TA^r A-^ d7!) -;U7^ 
3vk 7/i'^rPv'^!JW :3 f : /K i/^n7;i/dr/K p -y-^ $ /i^ ^ 
to7U-;K Eg^^xn-y--r Wm^T pT V —A, Afai/^ U/V7^ 

=^A, d T y — ATA^A, E^fn^^U/L'7;l/=¥/K E^fn7 
y — ATA3VK 7/Undrv'7^^, TAdrAT ^^e^ ? AT A^r A$L{>*# A 
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(108) #8 2002-519418 

Ri3b(i x OR 9 *, NR 9 a R 1 ° N N + R9«RiiRi2A-. SR 9 
S (O) R9 \ S0 2 R 9a , S03R 9 \ C0 2 R 9a , CONR 9 
aRio. S0 2 NR 9 a R 1 0 , P + R 9a RioRiiA- > &t>*S + R 9 a 

^r-C% R 9 a fi^/l^'dr^T/U-^/K #/M?dr v^r cr T y — /K Jfr/l'tf^F- 

R 6 tt, TkHi. T/w=WK 7VW=¥=/K ■>^o7^;K — fnf 

-f^/K D * /K OR30, SR 9 , S (O) R 9 , S0 2 R 9 & 

l/SOa R 9 ^fb&3i^ib«L£*x, 

TA'tr—zi'* T)V3c—)V^ 71I-/K •>^n7/i' :3 f/K ^ 

y-~/K TVi^ — /K /tfyr/V^/K *Ky^— 5vK Ty— /K ^p7/^/K 

~>yp7vi^/K ^-^u-y-^y/K r y — Eg^^^a-y-^y/K eg 

S (O) Ri3, S02R13, SO3R1 3 , NR 1 3 OR 1 4 , NR 1 3 N 
ri4ris n NO2, CO2R 13 , CN, OM, SO2OM. S O 2 NR 1 
3Rii, C (O) NR 1 3 R 1 4 , C (O) OM, COR 1 3 > NRi 3 C ( 
O) Ri4 > NR13C (O) NRi 4 R 15 , NR* 3 CO2 Ri 4 , OC ( 
O) NR13R14, NR13SOR14, NRi 3 SO2 Ri 4 , NR* 3 S 
ONRi4 R i 5> NR13S02NR14R15, p (O) Ri3Ri4 ( P 

+ R13R14R15A", P (OR' 3 ) ORi 4 A-&I/N+R 9 Ri 1 Ri 2 
jifJiET/i^yK T/i^y-— Tj^=- /K ^^7/^/K tf? V ^— vvK TV 
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(109) #8200 2-5 1 94 1 8 

— /K ^DT/U-3r/K 9 s9 PT/W^^Rtf^-^o-^-^ ^/W:£, OR 7 . N R 7 R 

SR 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, ;*"=¥y, CONR 
7 R 8 , N + R 7 R 8 R 9 A" , T/l'^/W, TA-^r— /K 7i)-/K ^D7M 

— /K P (O) R 7 R 8 , P + R 7 R 8 R 9 a - IkXf- P (O) (OR 7 ) OR«^ 

fulET/w^/K 7Vi^~/K 7A=¥~/K *!17;^/K #y^— 7VK 7U 
— An7;U=Sr;K iX^ n 7 A^A&rj^^ a 1^ ^yUfi, O, NR 7 , N+ 
R 7 R 8 A" , S, SO, SO2, S + R 7 A", PR 7 , P (O) R 7 , P + R 7 
RS A-X«7^^1/^(CJ; VW&£ntc-<>Sl±.<Dfcm%tt:M\Z.ftV, Ri 3 
, Ri 4^_t>'Ri s (i, 7km. TA^VK T)V>r=. /K T)V*=- /K #!i7/^ 
/U > y :r._-7=vi^ 7" y — /K 7- y —,^7,0^/1-, 7/1^ AT y — ATA^K 
jyi/^/u^r n T y — ;W7^=^;v, 7^^f;V^f p v-^ y ^7^=^^ ->^n7 
A=¥A, ^^n-y--f^A, ^fa7!)-;K E30^^ c2-y--f ^ A, H/f^^nT 

y— a, p -y--f ^ y at a^a, ^ro7y-/u7^^/K K^-^^p-y--i' 

^U/W7/^/K Hi^-^PT y — ATA3VK 7;i'= i f;i'7y ; e=^7;i'^ 
TA=*-A, t>\/>t=- A, 7A=^— a, 7 y -;i'7;v^ < ^-rcz-y-^-f 

^A&tf/tfy 7A=¥Afi, O, N R 9 , N + R 9 Ri°A", S, SO, SO2, 
S + R 9 A", PR 9 , P*R 9 Ri°A-, P (O) R 9 , 7=^=.U>> > 

R 1 3 , R 1 4 IkXfR 1 5 f±, t KP^r^, 75/, ;*A*, ^A/K^r^, T 
^Aztfdrv'TA^A, ^T" p iNC ^A, ^fo7!)-;K ;*A2fc7A3f 
A, EI^^^Pi7--r ^A, ift^f P7D-/K EI^^T p Ifi' ^ y AT A^r A 
, EH^fn7 y — ATA=*rA, ^T — v'—A, OR 9 , NR 9 Rio > n + R 
9RHR12A-, SR 9 . S (O) R 9 , SO2R 9 , SO3R 9 , t^V 
, CO2R 9 , CN, /NP^y, CONR 9 Rio, SO2OM, SO2NR9 
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(110) tS2 0 0 2-519418 

Rio, po (OR 1 6 ) OR 17 , P + R 9 R 10 R 11 A" , S + R 9 R 10 
is/is, ^"ru-V-sf ^/K 7^= ^T/i^/K 

dim y — "7vk Eg^-^xp-y-^r ^/k es^r^t" p t y — a% or 

13, NR13R1 4 , SR13, S (O) Ri3 ( S (O) 2 Ri 3 x sOs 
Ri3 > S + R 1 3 R i 4 A" , NR 1 3 OR 1 4 , NR 1 3 NR 1 4 R 1 5 > N 
O2, CO2RI 3 , CN, OM, SO2OM, SO2NRI 4 , N R 1 4 C ( 
O) R'3, C (O) NRi3 R i4 % NRi"C (O) R1 3 , C (O) OM 
, COR13, OR' 3 , s (O) nNR'8, NR'^Ri^ NR> 8 OR 

14, N + R 9 R * 1 R 1 2 A" , P + R 9 R 1 * R 1 2 A" , 7^/t, K 

!J7;^/K ^if p -y-xf ^ /V, Ti^P^rv', T y — /WT/l^/K />b7^, 
ztfyaz— tvU, Eg^^^D-y-^ ^/Vj^t^Eg^^-^PT/W— /Hi, OR 9 , NR 9 
Rio, N + R 9 R 1 1 R 1 2 A", SR 9 , S (O) R 9 , S O 2 R 9 , Jr^rV 
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(Ill) 002-519418 
, CO2R 9 , CN, AP^y, CONR9Rio i SO2OM, SO2NR 9 
R 1 0 x PO (ORie) OR 17 , P + R9 Ri 1 Ri 2 A", S+R 9 Rio 
A-X«C (O) OM-C^fe^BlftSn, 

m?, 7->/K 7y-^7^3^^;^=;K 7 V — ^7;W^/u, a 
"tNf*/K ^rnry-/K T/W^/K 0ft^rPf^^WM^fn7!) 
— /Hi, OR 9 , NR9Rio, N + R9RiiRi2A-, S R 9 N S (O) R 
9 , S O2 R 9 , SOs R 9 , t^y, CN, An^y, CHNR'Rio, S 
O3R 9 , SO2OM, S0 2 NR 9 Rio > po (ORis) OR^MC 

R* (C-C, — oEA_L<Z>^?Rf±* O, NR 1 3 N N + Ri3Ri4A", S. SO 
„ S02, S + Ri3A', PR13, P (O) Ri3 N P + Ri3Ri4A". 7 

x^i^y, 7*/m, ^7"^K tfy^^K, mMkW, tfv ^-"r/^tcte 
HfrfEtf y t/w^vk ^s^i^, T^y^, # y k&u^tJc 

{b^-Cfi, — oi^_h<Z)^^«, O. N R 9 N N + R 9 Rio A -, S, SO, SO 
2, S + R 9 A", PR 9 , P + R9RioA-XliP (O) R 9 M £ 9 ffitt-M^ 

o7;^/K ^^nih-r^/K 7 U -/W7^= J r/i' > An^y, ^-^y N OR 13 
„ NRi3 R i4^ SRis, S (O) Ri3^ S0 2 Ri3 N NR^ORi 
4 , NRi3 NR i4 R i5 x NO2, CO2R13, CN, OM, SO2OM 
„ S0 2 NRi3Ri4 i c (O) NRi3Ri4 % c (O) OM, P (O) R 

13R14 % P+ RI 3 RI 4 RI 5 A", P (OR'3) OR14, S + R*3 

r 1 4 A-^.r>*N + R 9 ri 1 ri 2 A-a»e>j&s#A»e>aiR$ti/fe— ojx±©ai 
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(112) 4$Ss2 0 0 2-5 1 94 1 8 

[0 0 2 7] 

Rist^ O R 9 a WNR9 a R 1 0 frtbt£Z>mfi*bm$l&tltil— o£i± 

R9 a fi^/i^drv'T/^/K ^/^^f- -^7 o 7 !J -^W^**'^ 

Ri o |i*;u^^i/7^^-Cifo5, 
[0 0 2 8] 

wfcM'CfWfcssBso^satt, ^ (i) <&fls-a*ja»bfc!K 

n 0 fatb 2 ©liffe 9 , 

/K 7 1J -;W7^^/l', 7^3^^ T^adrv'T/U^r/K ^7^A7^7 S 
TA^A^;*% (#!)7;^) 7y-/Hr>V^n7/^/Hi, OR 9 , NR 
9 Ri°, N + R 9 Ri°R w A-, SR 9 , S + R 9 RioA-, P + R 9 R * o 
Ri i A", S (O) R 9 , SO2R 9 , SO3R 9 , CO2RS, CN, ad 

TA^/K TA"ir=A\ TA^—zK 7/1-^^7 U TA-^v' 
, 7^nd f -V7/i'^, (st? ]) TA=Sf-A) 7!i-MU ! *>^n7/U^W4, O, 
NR 9 , N + R 9 R1°a-, SO. SO2, S + R 9 A-, P + R 9 Rio A " 
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(113) ^$2 0 0 2-5 1 9 4 1 8 

R 1 &^R 2 (i, ^Hf <t itlC##C3 ~C l o tf>^ d7/^/^ML, 
y — /K ^-^P^-T^/K OR 9 , NR9Rio > s R 9 v S (O) R 9 , SO 

2 R9St;so3 r 9 ^&5i¥^<b3&Az:^5iiR£*u hwr^mr 1 0 n 

ffifd.tmCX*3b<9 , 

R3 #.t>*R4 fi— #ffC = 0, =NORii, = S, =NRHRi2, =NR 
9 , Xli=CRi 1 Rl 2 £^/&U 

•>7y7;K/K OR 9 , NR9R1", SR 9 % S (O) R 9 , SO2R 9 , 
CO2R 9 , CN, /m=i^>\ t=¥y^0CONR9 Ri o^^^^n^yji 
(-jl^^ix, R3MR 4 A s OH, HN2tSHT*/i< > ^.^(DR^RUR 10 

Ri iMRi 2 fi^Xttj^^^t<h^{C##^^a^^^L, 
R5 ft-oglJKDORi 3 b -effl&£;ftfcTy— /i^T'fo'?, 
Ri3t(t 7/U=¥/K 77t"Jr=/K 7/l^~/K *Ky7/I^/K tf? y T" 
A\ 7U-/K 7!)-/V7/^/K 7^^f^7 I) — /l^/i^/K 7/i^A'^x p 
7!J-/U7^^/K T/U^/^^-O^ y /I'TTV^FvK ->^n7^= J e/K ^-rn 
f-'T^/K ^ro7>l-/K M-^t- p ^ /K EI^Tn7y-;K 

^ y ;w7^= 3 r/i', ^-r pry — /vta^/k Et^-t p f--r ^ y ;w7/>^/v 

, E^rn7D-/V7/u^r/K 7;W^7y^= ? i,7/^Mt>'*/i'#^-> 
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(114) *®S2 002-519418 

R i 3 b ft^ NR 9 R 1 ° a , CONR9Ri° a . SO2NR 9 R 10a , 

P+ R9 R 1 O a R 1 1 A", MS*R9 Rl 0 a A" h ft 5 klllR £ tbfc 

E^^^n-9--r ^/K OR3o x SR 9 , S (O) R9, SOzR 9 ! 

tj?s o 3 rs A»e><c5*d»e>aiRSix. 

^n-y--f Eg^f 1 u -JM ^Wil^rnT y — /Wi, TVl^/K TA 

i/^oT/V^/K ^-^n-y-^f^/K Tll-^T^/K KiK^r- o -y-^f 9 /K E9 

jR^fory — /k An^y, t^f-y, or * 3 . nr 1 3 r 1 4 > s r 1 3 ^ 

S (O) Ri3, S0 2 Ri3 > S0 3 Ri3 > NR130R14, NR^N 
Ri4Ris^ NO2, C02Ri3 > CN« OM« SO2OM, SO2NR1 
3Ri4 x c (O) NR 13 Ri4 > c (O) OM> COR13, NR'^C ( 
O) R1 4 . NR 13 C (O) N R 1 4 R 1 5 > NR 1 3 CO2 R 1 4 , OC ( 
O) NRi3Ri4 > NR 1 3 SOR 1 4 > NR13SO2R1 4 , N R 1 3 s 
ONR^Ris^ NRi3 S 02NRi 4 Ri5 % P (q) Ri 3 ri 4 n P 

+ Ri3Ri4Ri5A", P (OR 1 3 ) OR 1 4 R9 R 1 1 R 1 2 

MIST/l^K TA-^~/K T/I^~/K jKD7^/K aKyai— ■ r/K 7!i 
— /l^ /np7/^;k v^^r aT/l^A&Tj^^P-y-^ ^/Wi, OR 7 , N R 7 R 
8, SR\ S (O) R 7 , SO2R 7 , CO2R 7 , CN, >t*y* CONR 
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(115) #^2002-519418 

7 R 8 , N+ R 7 R 8 R 9 A - , T/U^/K TVU^^/K 7!J-;K i/fuTjV* 

— /K P (O) R'Rs, P + R?R8R9A-St;P (O) (OR 7 ) OR 8 ^ 

jtufST/W^r/K T)V>T~;V^ T)V*=->V^ TKyT/I^/K /K U :r.— r/K TU 
— /sn7/^/^ PT/l^/l^&.rj^^n-y-^' ^/W£, O, NR 7 > N+ 
R 7 R 8 A" , S, SO, S02> S + R 7 A~, PR 7 , P (O) R 7 , P + R 7 

R 8 A-Xfi^^-^^i-J; Dgm^tLfc— ^&.±<D^mtiiM^i.. R 1 3 
, Ri 4MRi Mi, tK^. TVU-fr-^K 7VU^=vK tfVT/i"* 

/K ztfy at— tvK 7 y -ywT/w^^, 7^^7 U -;V7;v^, 

7/i'^fD7!J-/i'7/i' :J r;K 7^^/^ro^^ D^/l'^K iX^nT 
A-df-yK ^^rp-y-^^/K ^fo7!l-;K El^r p i^-f ^/K HSR^t 1 p T 
y— /W, -^-r P-y-^f ;7 y /PT/W^r/K oTD-^/^/K mftk^'T n -y--f 

;7/K&.T_/zKy T/I^/W3, O, NR 9 , N + R 9 Ri°A", S, SO, SO2, 
S + R 9 A", PR 9 , P + R 9 Ri ° A", P (O) R 9 , 7x^vy, fi<i&\Y$!Q 

R 1 3 , R^WRisfi, fcKn^ 7^7, X/Uzfc, T 

/K EI^^-pIM ;7/K 0I^rn7y-/K H^-^ p -y--f ;7 y /UTA^A- 
„ E^rP7U'-;i/7;i/= J f/V, ?T~i?=- A, OR 9 , N R 9 R 1 0 , N + R 
9 RiiRi2 A -, SR 9 , S (O) R 9 , SO2R 9 , SO3R 9 , Jr*y 
, C O 2 R 9 , CN, /no^ CONR 9 Rio, SO2 OM, SO2 NR 9 
Ri°, PO (ORie) OR1 7 , P + R 9 R 1 0 R 1 1 A- , S + R 9 Ri° 
A-^.T>*C (O) OMfribf£Z>mfrbm$l£nfc— o^±CO^-C'ffi«(-fim$tL 
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mm 2002-519418 



Ri * MR 1 5 »4#teS*jDst^fctt#s*«:7&/*u 

^707!) — /V7;v*^, ^ ;i/7/i^= J f/^U ! 7yi'^7 = >> A 7 

— o^Jk^R" «tK^, T/lsfr— /K T/I^=/K ztfyTA-^r/K 7v'P='rv' 
, 7!l-/>7/i'^/K An^y, /nd7/^;k v/^n7/^;K ^ 

^o-^^/K y ^ — tvK Eg^^^n-^-Y ^/K li^ro7!J-;K OR 
i3 > SRi3, S (O) Ri3 N s (O) 2 Ri 3 n SOa 

Ri3, S+R13R14A-, NR130R14, NRiSNR'^Ris, N 
02 ( CO2R13, CN, OM, SO2OM, S O 2 NR 1 4 , NR 14 C ( 
O) Ri3, C (O) NRi3 R i4^ N R 1 4 C (O) Ri3 % c (O) OM 
, CORi3 x ORis, s (O) nNRis > NRisRis^ NRisoR 
i4 % N + R9RiiRi2A", P + R9RiiRi2 A -, 7$;t, ^ff- K 

ww-C, TA-ir^/K T/W= 3 r=/i', v^aTVi^/K 7!J-;K *tf 

U7;v^;K ^^n-y-^^/w. 7->o^fv' > T V — A'TA'^/K /^7/^;K 
Tjfyai— tvk HH^f n tY ^ /^^Bi^f d 7/W-;HJ , OR 9 , N R 9 
Rio, N*R 9 R 11 R 12 A~, SR 9 , S (O) R 9 , SO2 R 9 , jr*rU 
, CO2R 9 , CN, Aoyy, CONRSRio, SO2OM, SO2NR 9 
Rio, PO (ORie) ORi', P + R 9 R 11 R 12 A - , S + R 9 Rio 
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(117) 002-519418 

A-XI±C (O) OMT*£fe(£ffi^£*K 

— ;W2, OR9, NR9R10, N + R9RiiRi2 A -, SR 9 , S (O) R 
9 , S02R9, SO3R 9 , t^E-y, CN, A D yy, CHNRSRio, S 
0 3 R9. SO2OM, SO2NR9R10, PO (ORie) ORi 7 MC 

R* KX. — ^&.±<Dl%mte. O, NRi3, N + Ri3 R i4 A - N S , SO 

, SO2. S + R13 A -, PR13, P (O) R13^ P*R13R14 A -, 7 

stjfB^ y ta-^/k 7^/i, -<^h\ # y KRtwfc* 

^-Cfi, — OiW_b(D^^{i, O, NR9, N*R9Ri»A-, S, SO, SO 
2, S+R9A-, PR 9 , P + R9 R 1 0 A-XfiP (O) R 9 «fc <9 iiM^M^ 
tStl, 

/K T/i^— /K # U 7Vi"*vK 7t?y^— -r/K 7D-/K ap7;^/K 
nr/^A', -^xDi7-^ ^yi^ N 7U-^7;u^v v AP^y, ^"^y, ORi 3 
, NR 13 Ri4 % SR 13 , S (O) R 1 3 % SO2 R* 3 > NR^OR 1 
4, NRi3NRi4Ris > NO2, CO2R13, CN, OM, SO2OM 
„ S02NRi3 R i4 N c (O) NRi3 R i 4> c (O) OM, P (O) R 

13R14 n P + R13R14R15 A -^ p (ORU) OR 14 , S + R 13 

Ri 4 A-MN*R3 ri 1 ri 2 A' fabteZWtfrbmiR&tlfr— oKi©S 
[0 0 2 9] 
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(118) #^2 0 0 2-5 1 9 4 1 8 

R 1 3 b fi, T^^T'fo "9 , 

R 9 tt7K3S"CS>9 > 
[0 0 3 0] 

m\ZMte<D&%\^m(»%K<OftW&, & (I) <r>\\&mfrh*£'0 , 
n fi 0 A> G> 2 (DgifcT'fc 9 , 

T^WU-ZK 7U-/V7/V^K 7/l>3*'>, 7 "/Uradf^T ^7 
/udr/w-T^y, T/vap-A'^-^-, (#U7^^) 7U-/i'W->^D7;^/W> 

7/l'=3r/K 7A"$ r =-/K TA'^—y'K ^n7y^,7/^7!)- 
/V, TV— /UT^^K 7/Wn^->, T/V-='^v'7/wdr^> 9 JT^-^jVT 5 / , 
7/1^1^^ (#y 7/W^/W) 7!)-;vWv'^o7M/Hi> O R 9 > NR 
9Rio, N + R 9 Ri°R w A-, SR 9 , S + R 9 R 10 A", P + R 9 Ri° 
RHA-, S (O) R 9 „ SO2R 9 , SO3R 9 , CO2R 9 , CN, AO 

yy, ^yMcoNR^ 1 0 *^^6i¥7&>b3l^^tLfc— o^±©f^s 

7;V ;J r;K T/u^^/K 7 iv^r—jv^ 7/^7U-;K T/W^^v' 
% 7;U3df->7/u^^ 1 (^!J7;^) 7 y — /W&tfv^ n TA^ur*, O, 
NR 9 , N + R 9 R 1 °A" > S, SO, SO2, S t R 9 A" > P + R 9 Ri»A- 

C^T\ R 9 , Ri °WR w (t 7/l^/K TA^^K 7A=¥ — /U 

„ 7 y — A-TA3VK ^A/tf^-^TA^A-, *M*^fo7!J-/K #A^' 
drv^Nr D->t^^/K ^A^TA-^v'TA^A'. */^^i/7/^/V7 5 7 
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(119) m&2 002-519418 

R 1 ^ 2 tt, £ t)lC#tC3 ~C i o 0>i/# D7/K/«t, 

R 3 S.t^R 4 «, TkiSf, T/U^r/K TjV>t~,V^ T/l^~/K Tisn^i/^ T 
y— /K '^nlM^/K OR 9 , NR9R10, SR 9 , S (O) R 9 , SO 

2 R9Mso3 r 9 fj^^^m^bm^mn^ti, ^©r^wr 1 ° « 

R 3 &tFR 4 1^(^ = 0, =NORH 1 =S, =NRiiR 12 , =NR 
9 , XI1 = CR i 1 R 1 2 £?f^5£U 

^C-C, Ri 'MR 1 2 fix 7hJi?. TA"Jr=/K TA-^~/K T 

y— A\ T y — yuT/i-^/K T/i^— jvt>^jv, t j^=-)^T jv^t)V^ ^j-u 

•>7;7/^/K OR 9 , N R 9 R 1 0 , SR 9 , S (O) R 9 , SO2R 9 , 
C0 2 R 9 , CN, ^n-fy, t^yMCONR9 Ri o d^^s^^ii 
fijUiR^tU R 3 ,&t£R 4 HN2 iSHT'4<, ::tDR9WR 10 

R 1 i&tfRi 2 «^mxfi^^M^-i:<t 1 b{c:#t^^D^^^u, 

R5|4NRi 3 C (O) R1 4 , N R 1 3 C (O) NRiiRis, OC (O 
) R1 3 , OC (O) NR'3Ri4 % NRi3SORi4 ( NR 13 SONR 
1 4 R 1 s&t^NRi 3 SO2 N R 1 4 Ri s fr(bteZ>mfr(bm±HZ-m9i£tltl' 

— oj^±o©ms-e«m^nfcT y — ^-efc <9 > 

y y ai— x/v, r y — /k t y — /vt/w^/k t at y -/wr 

A-^/K TA^r/W^T" d 7* y — AT A3VK T A^A^-7- n y y ;l/7^^, 

f nf-f^y/W^K Ei^rn7!J'-/i'7/U='r^, TA^rAT V J* 

7^^t>'*^ d r->7/^/l'7 5 7 #A#^i/TA^/I^b&5P7j>ib$lAZ: 
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(120) #S 2002-519418 

Ri3, Ri 4RTfRi 5 fit, t Kd^-X 7^/, X/Uft, ^7/1^tK^^ > T 

, Hi^T" ci T V — /I'T/L-^/K ^X — v^/K OR 9 , NR9Ri°, N + R 
9 Ri l Ri 2 a - , SR 9 « S (O) R 9 „ SO2 R 9 , SOa R 9 , Tt^-y 
, CO2 R 9 , CN, ^n^y, CONR 9 Rio N SO2 OM, SO2 NR 9 
Rio, PO (OR 1 6 ) OR 17 , P + R 9 R 1 0 R 1 1 A" , S + R 9 R 10 

A-&t>*c (o) oMfrhte&m*bmn&frtc~^&.±(Dmx~tt:m^w:m:£ft 

Ri e^tJ^R 1 7 f±R 9 RtfM&Mj&^&UWi&fr^&iL^mnZn, 

htj:^m^hm^titc-^u±<Dmxi^M^w^ntc^ / v 

RMl zkSf, T/W^t/K T/W^r— T U — /K -yynT/U^r/K ^^o^ 
-Y^/K Eg^^^Pf--f ^^K OR3o % S R 9 , S (O) R 9 , S02R»S 
rj^SOa R 9 /^b&3^ibiil#l£*K 

i^fnTU — A\ ^p^V, ^"^y, OR 1 3 , NR 1 3 R 1 4 , S R 1 3 , 
S (O) Ri 3 , SO2 R 1 3 , SOsR 13 , NRi 3 OR 1 4 , NR13N 
RMRi5 ( NO2, C02R 13 , CN, OM, S02 0M, SO2NRI 
3Ri4^ c (O) NR 13 R 14 > C (O) OM, COR'^ NRi 3 C ( 
O) R1 4 , NR 1 3 C (O) NRi4 R i5 > NR13CO2R1 4 , OC ( 
O) NR13RH, NR 1 3 SORi 4 . NR* 3 SO2 R* 4 N N R 1 3 S 
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(121) #t2 0 02-519418 

ONRHR15 ( NR13S02NR14R15 x p (O) R13R14, p 
+ R13R14R15A", P (OR13) ORi< A-R^^RS Ri i Ri 2 

-et)> 

— /K p 7Vl"*/K v-^ PT/U= 3 r/U^.TJ ? -^^P-^'f OR 7 , N R 7 R 

8 , S R 7 , S (O) R 7 , SO2R 7 , CO2R 7 , CN, ^-^f-y, CONR 
7 R 8 , N + R 7 R 8 R 9 A - , T/V^/V, 7jV>t=.)V, T V — yK ^n7^* 
/V, ^^p-^-T^/K ry-A'TM^, mB.^To^)-4 ^ EH^fnT!) 
— yK P (O) R 7 R8, P + R 7 R 8 R 9 A-RUP (O) (OR 7 ) OR 8 rt> 

— /k /nd7;^/K >^ p7;^/HU'^7oW ^yWi, O, NR 7 , N+ 
R 7 R 8 A - , S, SO, SO2, S + R 7 A~, PR 7 , P (O) R 7 , P + R 7 
R s A- Xtt7x - uyia 5 ft $tLfc-o^±©^i^ftf L, R 1 3 

, r 1 4 RxfR* 5 «\ tK^, t/v^/k t/kt-^/k r^dp-=/K ^yr/udf 

/K 2K y ^— tvK T y — yK T y — yVTyi^yK TVi-^A-T y — /U7/w*;w> 
T/W-^r/W^-r p T y — /WT/V-3r/K 7^^^^f o y yl/T/V'^^, v^pT 
yu^yK ^^p-y-^ y/K ^fn7D-;K EIR^r- pIM ^/K E3S®^^pT 

y — yu, ^-7" p -y--r ^ y /uT/^dr/v, ^rP7y-^7/^/w eg^^^p-y-^ 

&TJ*# yuztf^r v'T/u^/UT $ y */v^^i/7/w^;^ P> t& 5S&6» b&SElcaMR $ 

rrt, Tyi^yK TyW-Jr^yK tvi^^/K 7 y — /V^/V^/V, ^^P-y--Y 
yy^T>*zKy Tyu^ywfi, O, NR 9 , N*R9Ri»A, S, SO, SO2, 
S + R 9 A" „ PR 9 , P + R 9 Ri 0 A", P (O) R 9 , 7n~U>, 



-121- 



(122) #$2 0 0 2-5 1 94 1 8 

, EH^rnTy-^T/V^K ? 7 OR 9 , NR 9 R*o n n + R 

9RHRi2A\ S R 9 , S (O) R 9 , SO2 R 9 , SO3 R 9 , ^-^y 
, CO2R 9 , CN, ^pyy, CONR9R1", S0 2 OM, SO2NR 9 
Rio, PO (OR 1 6 ) OR 17 , P + R 9 R 10 R 11 A - , S + R 9 R 10 
A-RXfC (O) OM**P>/j:-5i¥^e>SlRS*tfc-o£X±oS-cffi5K^filfe$tL 

ri ^MR 1 5 n^^mm^tH^m^M^i^ 

v'/K ^^o-y--f Tf^ — !)A7/V^r/K 7^^7y : &=!>i7^/V 

^fn7 y — A-TA-^/K ^fnf^ ^ ;i/7^= 3 r;^U ! 7;i'^/i'7 y ^ = >> A 7 

— oJ^±cOR" ttzkilf, 7/Vr—jv, T/i^~/K *U7;^K 7Vd^> 

^a-y-^r^/u, 7}fy^— x/K ffll^rat'f^K I^fn7!)-/K OR 
i3 N NR13RK, SRi 3, S (O) Ri3, S (O) 2 R 1 3 , SO3 
R 1 3 , S + R 1 3 R 1 4 A", NR 1 3 OR 1 4 , N R 1 3 NR 1 4 R 1 5 , N 
O2, CO2R13, CN, OM, SO2OM, SO2NR1 4 , NR* 4 C ( 
O) Ri3« C (O) NRi3RH > NRi 4 C (O) R", C (O) OM 
, COR1 3 . ORi8, S (O) n NR 1 8 , NR 1 3 R 1 8 , NRi 8 OR 
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(123) i»g20 0 2-5 1 94 1 8 

i4 x N + R9RiiRi2A", P + R9RiiRi2A-, ^/f K 

^!Jx- f/K M^-TPlM ^/k&.tFM-^nTA'— /Ki, OR 9. N R 9 
Rio > N+R9R11R12A-, SR9, S (O) R9, S0 2 R9 > Hr*cV 
; CO 2 R9 , CN, CONR9Rio x SO2 OM, S O 2 N R 9 

Rio. PO (OR 1 6 ) OR 17 , P + R9RiiRi2A-, S + R9Rio 
A-XnC (O) OMt^^tti^il, 

— /W3\ OR9, NR9R10, N + R9RiiRi2A-, SR 9 , S (O) R 
9, S02R9, S03R9, t=^y> CN, CHNR9Rio % s 

OsR9, SO2OM, S0 2 NR9Rio > po (ORi 6 ) OR^RXfC 

Rx (dX, — Oj^_hO^« N O, NRi 3 % N*Ri 3 ri 4 A", S, SO 
, SO2, S + Ri3A", PR 1 3 , P (O) R 13 , P+R13R14A", 7 

^u^, 7^/^, ^<7^h\ ^y-<^K\ mfribVo. /Ky^-7vn£fcte 
y 7 /u^vwc J: <o £ *u 

tufS/K y 7/i^= 5 r/K 7x=v>, 757^ ^<7^K\ # y J <'f^- YJkTJv&Y. 
\YMX\%^ ~^>U±.<7)]%mn, O, NR9, N + R 9 Rio A ", S, SO, SO 
2, S + R 9 A", PR 9 N P + R 9 Ri o A-XttP (O) R 9 !,c£<9 HM^M^ 

/K 7/W3r=/K /Ky7/W=¥/K tfy^— tvK 7!J-/K ap7/^/K 
nT/i^/K ^^dIM^/K 7!)-^7/i'= 3 f-;K ^n^;/, ^-^y, OR 13 
, NRi3Ri4 > SR13, S (O) Ri3 > SOzRi^ NR^OR 1 
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(124) 002-519418 

4 N NR13NR14R15, NO2, CO2R13. CN ( OM, SO2OM 
, S02NR13R14, c (O) NRi3Ri4 % c (O) OM, P (O) R 
1 3 R 1 4 „ P + Ri3Ri4Ri5A", P (OR 1 3 ) OR 14 , S + R 13 
R 1 4 A'RXfN* R 9 R 1 1 R 1 2 A" frbteZ>%tfrtbm$l£tltl— o£t±(DS 

[0 0 3 1] 

R5|j:NRi3C (O) NR 1 4 R 1 5 2&.I5NR 1 3 CO2 R 1 4 frh 
[0 0 3 21 

R5(iNRi 3 C (O) NR 1 4 Ri 5 ^NR 1 3 CO2 R 1 4 J&»b£5i¥ 
[0 0 3 3] 

(1) ri RxfR* te7mRWT/\s*;ufrbf£%mfrbm±^m$i&nz> 0 %$■ 

^TiS^^UV^ £?£L<I3\ Ri ^t/R 2 ttl^ICCi - e Tyw^T'feSc <t <9 
b < (i, R 1 RIPR 2 fin - y^/^-Cfe <9 , Stf/Xli* 

(2) R 3 ^.tj«R 4 {i7xm^t/oR9 *»e>*:*#*»e>sfcsnca^$tL, r q « 

(3) R5|±t^7y-/K*fc5 0 #?*L<WU R5|«7x^K'l)5o 
«fcD#f*b<fi, R5 HORi 3 , NR 1 3 C (O) Ri 4 , N R 1 3 C (O) 
Ri4Ris^ NR'3C0 2 Ri^ OC (O) Ri3, OC (O) N R 1 3 
RI 4 , NR* 3 SORi 4 , NR13S02R14, NRi 3 SONRi 4 R 

1 5 MNRi 3 SO2 NR 1 4 Ri 5 ^Pj&Sl^bSW&tLfcS-Cttife^jh, 
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(125) ^2 002-519418 

<«i, R6 ftORi s ■e^7Xiw^fittjft$'ffc7i=/veJi)!J, R 13 B 

Hitter pIM^/K Ei7!)-^XI«7$y^P>^!), Stf/Xtt, 

(4) RfiittiT'fc^ M/Xli, 

(5) R7 ^.t>*R 8 fi**XH:T/V'^^P>*S3|^*»b3SlSCl-aW$tb5o 
*U< tt, R 7 &t/R 8 (iTK^t/C i - e T/^/^ibft3i¥7^bM^jim 

(6) Rx UORi a^tl^NRi 3 ri 4 j&»t,sfc;5i¥j&»P,a** * L 
< fi N R* fiX/l^^v^ 7^7, 7/^7 5 ySt/^7/1'^7 ^ 

[0 0 3 4] 

[0 0 3 5] 
[ft4 7] 

R 20 R' 9 R 2 ' ( 5JC o i ) 

R JJ 
I 

R 2 0 R" R 2 ' ( 5t Oil) 



7*3 



,10 . 



•R' 9 R 2< 
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(126) 1$i20 0 2-5 l94l8 

/Un^rv'^/K xKy m— tvUvMVK ^DT^^v'^/K j^zMttKU 75 

ygfc, K&tfzK y Ktt, o, nr7R8 x Ss so, so 2 , s + 

R7R8 % PR7 N p+R7 R 8 x ^^nu^, ^■nlM'^/K Baffi^oU- 

T/l^^vW/K T/W^VvM/K T/Udr^-x^/K #1)7/^^^ 

T^/m, ^rff- FWH^f Kttu 7Vi"*/K T/w>--/k T/u=fr3i 

a •y-^'^/W, 7D-;V7;^/K An^y, OR13, N R 1 3 R 

1 4 , SR 1 3 , S (O) Ri3, SO2R13, NRi30Ri4 % NR 1 3 

NO2, CO2R13, CN, OM, S020M, SO2N 
R13R14 n c (O) NR13R14 x q (o) OM, COR 1 3 > p (O) 
R13R14, P'RURHRISA-, P (OR^) OR14, S + R1 

3 Ri 4 A-&WR9 Ri 1 Ri 2 A-frbft&ftfrb&ftlZ.m&.Ztltt-- O 

r R 1 9 «5tD I I^r>*D I I I ©Mwrz « n R2 a X^R 2 2 

(^^LfcRi 9 MJ: BflMBBjte8r&LTl^£o #R 20 , R 2 iX«R 22 (i 
HI j»fla«- Ift ff^ ^ S: PW-T $ * « f&«SE W^J -c fo 5 ^ v y ?■ 31 tr >g|S 
[0 0 3 6] 

$ 5Cd i, sdi iRxmu 1 1 1 fabmyiztizik&vmz. 

SIU #R2 0 , R2 1 XfiR 2 2 te^^&i-S^^^bf^^-rS : 
[0 0 3 7] 
Ift4 8] 
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(127) 



4$^ 2002-519418 




( DIV) 



[0 0 3 8] 
Ift4 9] 




DIVA) 



^ ^ T\ Rl, R 2 , R3, R5 % R6 y R7 s R 8 % R x ^ q £_TJ« n fit 

[0 0 3 9] 

i v (Dik-g-yo-en, tCD I I > Dili <D#R 2 o % r 2 i X«R 2 2 t 
„ 5SD I I I©R2 3i(l 7XI48 0ffil-?Ri 9 t^-^UXVN^r i^td 
#f*LV\, 5£D I VA^b^tft, R 5 5 fit* *Xtt'-*7i^3Si-e, R 1 9 £ 

[0 0 4 0] 

5tD I <7)WC«, &.T<Di><D&hZ> : 
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(128) 



2002-519418 



[0 0 4 1] 
Ut5 0] 




[0 0 4 2] 
lit 5 1] 
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(129) 



4# * 2002-519418 




[0 0 4 3] 

o 

[0 0 4 4] 

[0 0 4 5] 
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(130) 



m^k 2002-519418 



Ift5 2] 




[0 0 4 6] 
lft5 3l 
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#^ 2002-519418 




[0 0 4 7] 

lit 5 4] 
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(132) 



2002-519418 




[0 0 4 8] 
Mb 5 5] 
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(133) 



2002-519418 




[0 0 4 9] 
Ut5 6] 
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(134) #t2 002-519418 




[0 0 5 0] 
Ut5 7] 
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(135) 



2002-519418 




[0 0 5 1] 
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(136) 



2002-5X9418 



[ft5 8] 




[0 0 5 2] 
lft5 9] 
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(137) 



2002-519418 




H H 
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(138) SS20 0 2-5 1 94 1 8 

[0 0 5 3] 

[0 0 5 4] 

[0 0 5 5] 
[0 0 5 6] 

[0 0 5 7] 

\z. fit £ * ft f5©f, ^ £^ 3 t^iftij PS-T 5 1 <E> <h 

[0 0 5 8] 
[0 0 5 9] 

fern 
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(139) #S200 2-5 1 94 1 8 

[0 0 6 0] 
[0 0 6 1] 

[0 0 6 2] 
[ft6 0] 




Z, Z' % Z' ' XttZ' ' ' teC, S, P. OXttNt**)^ SIJ(DZ 
^ K ± 9 ft^ T 5 £ # , X ttm ©OXIiSg^tCoV^l^i:^ 

, Z, Z' , Z' ' XttZ' * ' (Dfathfr— ott^3d^-Cifo5*S, OXIiSt* 

ttfcv\ ££>i-, -tix^^sc-cfcs <b#tt. ftltof^z, z' % z' ' 

[0 0 6 3] 

o 
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(140) #^2 002-519418 

[0 0 6 4] 
[0 0 6 5] 

mm mm^vy-^ ttt. -o^±©^rni^, m^a, o, n, 

[0 0 6 6] 

s x« p o-o«±^ % iHjc^m u#5ifc# < <Dit^^a-r r- pry 

[0 0 6 7] 

o 

[0 0 6 8] 
[0 0 6 9] 

i o (Drnmrntt^Zh, i^M><Dma-^^m(Dr.m^xn^.m^^ts 0 

bM* t°ni~>^xA^-a-^. N is? n T/^/i^tt^^/^ 7 Mil <7^7" 

[0 0 7 0] 
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(141) ^2002-5 1 94 1 8 

[0 0 7 1 ] 

mm r^-^yj tit, —m^comm^^^o 

[0 0 7 2] 

mm T/Jf y T>V*;V\ t fi, «2 0,0 0 0 > £ b < liftj 1 0,0 0 0, £ 9 
[0 0 7 3] 

y oi— 7vWi#sj 20,000, L < (i^ io.ooo, J; <9 b < &m 5 , 
o o o^-e^^ft^-t-s^y r/Mvi'&v^o 

[0 0 7 4] 

fflM y fi, 1120,000, 0 * l < &m 1 0, 0 0 0, 

[0 0 7 5] 
[0 0 7 6] 

y*7^ K(±, 1)2 0,0 0 OWi, 0»J;tfi£, t KD^r^ntf/V- * ^/u 
[0 0 7 7] 

[0 0 7 8] 

fflfS rzKy^^Kj *>) 1 0 0 i(D7 ^ / 1 0 0 0 fi©7 

syiMMSk #*u< ttJIibi 0 01@<DT5 JWtfabmi 5 ol©7?;sm 
±^f*L< WJ&l 0 0iO75;^bl)5 0 0i©7 5/^tlrtlrt5 

^y7?/t^^3o 
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[0 0 7 9] 

[0 0 8 0] 

a^smtittraitfjfE^-r p im ^^xt;^f pry — /K^SKi-g-^axs. 

[0 0 8 1] 

mm r^/w^j tfi, x/i^s^Bfcu - so 3 H^fcfi^e^^^tfo 

[0 0 8 2] 
[0 0 8 3] 

£v^5o mm )V*r)VT y—^T ;v^)V\ tte, -og±OT^=>f^St*7 y 
[0 0 8 4] 

[0 0 8 5] 

ffi§§ r^fn7y-/w7^^/H fi, -oy±©^To7 y -/Ht'ii^ti 

fcTyv^/vS^rV^o Lv^-r p T y — /WT/v^r/i^te, lrt>bl0CD^i!? 
J^&^1-57/i^/^cm^-oJ^±<7)^x pry —;vm*^1rZ> r{gtf&— 

[0 0 8 6] 

mm tei^^^p y/wr/v^/wj te, — oa-h^Eiig^^p y /ug-e 
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(143) %fi& 2002-519418 

[0 0 8 7] 

<^ilfJ^£^3T/i^i'g{£ttv^c — dK±©E^t pry 

[0 0 8 8] 

£ tL^c— r- pry — ^7^^/H^ v * •? 0 0* ^^t/u^c/u^t pry -^7/w 

^r/^Sfi, l^b 1 0©^iI : F^ft57/W= J r/Vgl!^(Dfe5 /V*)V^ 
[0 0 8 9] 

/i^,^£V^ 0 $ftL^7^3^^II^ .1 6 ©tfl*]*-?-**-*-* r{£^ 

-ry-^PTK^v^, 7b^>wt-7h^fc5 o 

[0 0 9 0] 

mm r^^tf-drv'j -co 2 h, ^fcte^etLb^^ 

[0 0 9 1 ] 

7^^jit*ifc5, 

[0 0 9 2] 

mm r#/W7Kdf->— ■rniM'^ y/H irtt, — D«±©*;^>^lt'fi$ 

nfc^^p-^-i' ^ y/us^v^9o 
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[0 0 9 3] 

mm ^;^^sfo7y-/H tit. —<>&>±<D#/i>7$*-i/&X'm&£in 

fc^y" o7!) — yi'Ss £ V ^ 5 . 
[0 0 9 4] 

ffllS r^/u^T/v^drv-Tyvdr/wj <t fi, — ^UAKDT /v^^^ij j^=.jvm 
[0 0 9 5] 

mft V ^ * /v ^ ->s-e 6 o 

[0 0 9 6] 

mm *f£m\&®\ t\t, mn-m^mmm^-r^, *&m<Dik&m&mfcr 

[0 0 9 7] 

m&itxmm-rzm^ mm*, ^t/^^tv-^] xit rrv-^T^* 

[0 0 9 8] 

mm mnmmmmmmi tit. thoi?wwfA^iii-oi 
t\-m<o*&^*w^ir%z.tfrX'%z>fc&m^^?o z.fi\z.it. mnm<DMmm'y>) 

it, mx.lt, TTB—J*Wk<D£?tem%fafcVtf&*:i£tto 
[0 0 9 9] 
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[0100] 

[0101] 
[0102] 

[0103] 

[0104] 
[0105] 

0>J;tfi, ^= 3 r— A i (c^-f J;5t-x TVi^fc Kl I t*;^7^ft K&LMc 

/vft Kill Kfcifrfb* * l^/Hft^/ui: h V ^-f-jVT ^ ^fc: <fc <9 , Chem. Ber. 

98. 728-734 (1965) ldfE*t£*afc<£> £ to<O^T«fetC £ 9 , ^VW-HVd 
m^tL^o h y :jl^vVT5 >-#^ET(-T, ^VW-HVt, WOI93/16 

o 5 5-^^fa<c^tbfc^r&-e^$tLfc^-^-^^y — ^vi©Sf&i-J: *>, 

- Tfrft KV I U ^^l/V^y =1— /WvM^vPai— 7VU (DME) tf> 

- >?t Ko^y/f i^yv i i Hv/f xt'y - (5H) 

te^NIMffi-efcSo 3SiOm-^Doag,ISK (MCPBA) (CjzDVI I CD 
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(146) 002-519418 

l£«k OzkSjMfc^tU 4-tKP*'>-2, 3, 4, 5-fF7tKn^^ 
^^t 0 >--l N l-v?t^^K©4o(7)7t^^ttl*:i:, 2, 3, 4, 5-fF 

[0 10 6] 

J. Org. Chem. , 39, 3904 (1974), [H42. 2781 (1977), IH44, 4891 (1979 
[0 10 7] 

[*1] 
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[0 10 8] 

im2] 



(148) 



2002-519418 




v 



SH O 



NEtj 




•H 



2 



^Oy^rnfc*^- (5H) - 4 - ^"^Vl I 1(2, MCPBA(Ci V&fc&frX^sV 
=f-^Mls - (5H) -4-^-^-1. l-v'^t^' KXI TKiftt 

y^3ib:°>-|t(7)^:*l-{|IJ{CR5 &yg-tZX s X a ^tFX b WZOtDllMWli, 
f@P^Ujftfe$£ (PTC) #&T> ^^^lx^^<D4 0^V^L5 0%^*^^ 

[0109] 



1^3] 



-148- 



(149) 



#S 2002-519418 





222 M 



MCPBA = m- ^ a o i§^.E#S£ 
PTC = *B§8&K)ftfeJtt 

R 1 =^?VK R z =^?vK R5=7^=yu % X=H. q=4coi# 
6a = Xa 
6b = Xb 
6c = Xc 
6d =Xd 



RS^OR, N R R ' T% S (O) nRXVR 4 fit Ko^"C*)5, 

[0 110] 
U£4] 



(150) 2002-519418 




EL R i= H R s = OR, NRR, S(0) n R 



VJ*Mtmz£5fc&<tox i i i J: Vik&yox i vas£/£u ffiM&lb 

£*L, XcWxD©^W^t5„ XcWXd©Ml4hp 1 cffcfi 
[0 111] 

■CtfeSo J- Chem. Soc. 2431-2432 (1958) <D^m\^ £ Z>3¥U&M%& c P<Dl&<kT 

XVI^4C5„ 7xy-;VXVItt, J. Org. Chem., 31, 3980 (1 966) (Cfggo 
ZtlfcfimcX D^^/W-M— hXV I I Id ±0, ft7x/-/PXVI I I 

y KfttfM^/i'TSJ'fcKJftSiirT, ft*/^V-hXVl 2 
0 04^13 0 Ot«HtetL, tett^fi»»f47KBMIS"t- h y *-Md«fc ijflpzk 
a^PSfru f^-7x/-^xvi i i^c§ o TOic:, Wxy-^vi,^ 

£>o 

[0112] 
[*5] 
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v?7f-drf--f kx c &r;x d ^©9j©gK*^t, ^u— h iv t 

fcfc&ltX^ ^^7^ K - T^ft KXX I 2^i(DMCPBAC 
£5 XX I <DWtik\ZL£ <9 ^jV^> - TtV^fM KX I % !) V J* t h 

^.v- V^£<Qmt£ti, XcMXd©iW4D5„ *y^t-yf^-> 

[0113] 
[^6] 
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#g 2002-519418 



*c — M, 4 




. K - T/U^t KXXI I Ij&S£C$ 0 2^iroMCPBAi:j:5XXI 
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(153) #^ 2002-519418 

/IsT^lsWim&XXV I **5feJ5fc-t-«„ XXV I y J* t h=3f >- Kl£«fcS 
Sl-fb^U 5 1 h ^ K*^#=/Hftttas©Jtt»flH- «fc 9 , t Kb ^vvUT 5 > 
fl^^XXV I I cWXXV I I d©?I^W5^i:5 o -i7 5 i^XXXIII c& 
TJ^XXXI I I dK&ffcfi* XX I VXitXXV I I cMXXV I I d<D& £>&57K 

[0114] 
[^7] 
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(154) 



2 002-519418 



CI 



Cro - — 6*o 

N0 2 ,„ N0 2 

f J 2 



r3 ~tV 2MCPBA 



2. . 

S 



R 

o 7 s 



XXIV 



NO, NO, , 

2 2 |H,-Pd/C 

^"^R 2 (BOC) 2 0 r3 "^R 2 

o 2 s - 0 ,S 

N(B0C)0(B0C) jifHOH 

XXVT \ XXV 

\ 1. ii V t-7 K 

\ 2. ^cof^iaa 

S 2 R 1 ° 2 R' 

HOHN-^C^R 2 H0HN-Ov^ R2 

^yuc R «h xxvnd 

Pd/C-H 2 I pd/C-H, 

100 psi ioo psi" 

50degC f 50degC 

s 2 r' ° 2 

Ph OH Ph OH 

xxxmc xxxmd 
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xxix a ofjfir? y R3Mfr&s&rit'*- s a 

[0115] 

^. ^r — jU 6 



o o 




THF 




XXDCd 



*dr— A 7 fit, 'Oj/^c tV©5 ©tfcDT !/ — /Wit— g&gSr^A-TS^ 
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[0116] 
[^9] 



XZ—J* 7 




x>cxn 



THF — f h7tKP77> 

ptc - tum&mf&m 

TV^—b (aliquart) 3 3 6 - mt* f-fr Y V % ~f V V ^7yt= -7 i» 
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MCPBA - m-^PPl$IfK 

DMF - y^fMMT? K 

DME - x^wy/JJ n-zl/^^/Wx-r/V 

BOC - t -:/ h /M?=/US 

Me - ^ ^VU 

E t — xl^/u- 

B u — iff-fV 

EtOAc — g^ggzn^/U 

E t 2 O — \/3L=5-)V3-—'T}V 

ch 2 c 1 2 - mt*^^> 

MgS0 4 - ffim-*ry*i>"?J* 
NaOH - TkWUk't b V V J* 
C H 3 OH - y ? y — /U 
HC 1 - 

NaCl - Ififttby >>A 
N a H - 7kmi£1-bVVJ* 
LAH - 7kmikV f-VJ*TJ\s^-<7J» 

l i oh - 7km4kV?-<7J± 

Na 2 SOa - fijftife-?- bV VJ» 

NaHCOa - Mm&tf b }) V J* 

DM SO - •^f^^^v'K 

KOSiMe - *!J')Ah^7 c ^v'7yw-h 

PEG - ^yxf I/y^ya-;l/ 

MS - flM 

HRMS - tt#fl¥SB«*#*Jf 

ES - m^^w 

NMR - &a*t#R&#ft^ 
GC - n-v F^77^- 
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MPLC - tffS^OVh^77^- 
HPLC - |J±WD7f^77^- 
RPHPLC - mmMJ±i&ifc? O-^ F^77^- 

r t - ^ta 

h^fctthr - NfB5 
m i n — 57* 

m<D^.-r^^-^—(Dmm^x'o^m=^-r>^^~<7)m^m'o, 1 oo£- 

^ i %*•» binoo % % 0* u < ttjia i o %frbm ioo%, «t 9 l < w:3Ki 
2 o %fribm ioo %-e&5o 

[0117] 

Ri WR2(t Ci^^Ci o <Dfi^t^*g^<DT/^^r/^^al$R$tL, 

bfcC i T^ibC i o TVI"*^**-^^ t^pIM;? y/U7j>£>^R£n3o 3(7?^ 
m-ecoamS^tt, ^fvK n-7°ntVK n-^TvK n-'O'^vK 4 V"? 
fvK ^77p fcVK — C H 2 C ( = 0) C 2 Hs , -CH2OC2H5 - 
CH2- (4-t°=«yv) 35Sfo5o ^fvK n-7°ntVK n-yf/W^ 
y^tm* bv\ #$gPJ<£>#K:#f-3; bVMb-a-^/T-fi, ttllR 1 *3 XXfiR 2 tt 

3 <Dmm-?<Dit^mmk*&mi-z> t , mmmnmmmmm t vxm 

[0118] 

^^^-at-COfiift* (R x ) l-«> tK*. 7U-/K t Kn^>, 

^o, T/U=-^>\ T/U^/l^-^^f-. T/W^/U^^T 7 —/W, T/^/U-X/M-^/l' 
, ^nT^/K AP7/i'3^fv' > (N) -t KnJr->-*;V/K-;V7/i'^7 
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(159) 2002-519418 

5 >^ /Nn7;i'^i/f^, s^uT/v^r/V^/vy j /np T }V5rjV7.j\>ik=-tV 

, 757, N-7/^7 5/ , N v N-^W^y, (N) -TVl^^r 
v'^/W/^'f/V, (N) — 7* y — /Ujfc/W^W/K (N) — T y/^u ^ri/iJjV 
✓^e>OK h y T/Wdr/WT^-^A (Affcftj^te, ^7^ K<t <t fete) , (N 
) -75/ > (N) -7^^7U', -N-7/l/^7$ K, - N, N — v*T 
/^/V7 5K, (N) -/Nn7/V^7 5 F\ (N) -^*7 5K, (N) - 
7/w^x/u^y7? (N) -/NP7;vW^*y7 5 K, */v^^-->7 
jV^rjV-T % S , h y T/W= 3 r/1^T>'^^'7 AJ^, (N) 7/1^ 
/LOm^^vvu^^-r/K N-7'^7 5V, k Kp^/U7$y, ad7-^ 
75^ T;\'*c/i>WM&<z>—^&,±\zj];i'7$i/mXteK 
Kn^->ttS^t5 hy7M/i'7y j t=!>Afi, fMlcay^ra^y 
^•=r>i 5> 4gSr^--t-^r/w=¥u>'^'y yi?, - [o (ch 2 ) w] x-x, :;x* 

„ xli2^P> 1 2"C*>«3, w«2Xfi3T*fc , 9 T?fc <9 Xte^PXteMTy^e — 

^.t>* (n) -aBfr£*r^nat-c, flMa^u«©£*tt##K:iH*Mfc 

757, tKo^75y N-^f;U75/, N-^f;U75/, N, 
N — -Jzcl^-jvt 5 / . (N) — ^ys?B * /i/, h y ^ ^-/ur^^e— 

— NHC (=0) CH 3> — NH C (=0) CsHii, — NH C 
(=0) CeHn, *;^>->xf/P75y, (N) -^EvUtf; y (N) 
-Tif^v^/K (N) -N-^^yUTif^-^nrjrAA-, (N) - t°P JJ 
/W, bfP — y/U, (N) -N-^f/H^D^^AA-, (N) -N-^fvl^e 
/^il-^A-TO, N ' -;f;UtV7v?^ (n) -^o^^f^T 
5 h\ (N) -N-^y/U75/, ft7iy, - N + (CH 3 ) 2CO2H 
-NCH3CH2CO2H, - (N) — NT -^f;utV7i/- 1/ Ar 
„ (N) - t -:/ h^rv^/w^^/K (N) -^f;^*y7 5K> (N) 
n' -^^utfo y s^»7A N s.t>*- (OCH2CH2) 3 i-t*i)0, 
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AI, ^JM, - (OCH2CH2) x-N-Ri 3 Ri 4 ri s A-T\ x^2 
frh 1 0T*fe5, ^fo6 0 
[0119] 

?V—>v, t°7/-^K t"D$-^ ^e/i^y^ N-TA-^/n^y v^-t-a. 

» N. N-^7/^^7$/> EimT^^e^^A^ g^^MT^-^ 
At^f t5 C i C 4 7^^r UylS-g-, 7/^df>/7k;^^V > 7^-P 
=3r^#/W7tf=-/K 7^^/M/V^=p ->W7 U (O, 
O) -m->7/^l/y> - [O (CH2) w] xXT% xli2^bl 2t'fe 

<9. wll2Xii3t'fc^ Xtt^n, mm.Ti/^=-v A±£. t^y^ 
fc°P— /K ^~7*S — ^, ^^'/-/K t°7y-^XI±77y^t5, t> 

-^g^i-c&s t<z>;W* uv\ R5 xteR 6 <7?r y— /^cog^^Sr^-rs^ 

h y 7f;u7y^=^ b< tea VMJLfet&M<Dii (X-yb t h 

/>C/K (N) -^Jri//^f^7y ; e^9A. by W^i^?" U» 3 — 
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(161) 0 0 2- 5 1 9 4 1 8 

I'V (5M) XV 3, 4- 9 J**is^uis (6M) *Sfc5o FiTl^lElDia 

R 6 !7 m p -yju^-ti ~7zc=.)V, m - P 7 a: — /K p-tKB* 

m-t KoJf->7x^;K p — ^ /W, m-^< h=^v^7 

31— /U, p-N % N-v ! ^f/l'7;;7x^;K m-N, 

m = /K I-p- (CHa) 3 -N + /U s I-m- (CHs) 3 -N + -7 

31— /U, I-m- (CH3) 3-N + -CH 2 CH2- (OCH2CH2) 2 -O 
-7m— /W % I-p- (C H 3 ) 3-N + -CH 2 CH2- (OCH2CH2) 2 
-0-7m-/K I-m- (N, N-^f/Hf^-^^A) - (N' ) -CH 
2 (OCH2CH2) 2 - 0-7s-/K 3 h^f->-4 -7/^a7x^ 
, =f-^—)V— 2 — -OK 5-^0 0^=^-2-^;^ 3, 4-^7/l/to7 
:n=/K I-p- (N, - (N' ) -CH2- ( 

OCH2CH2) 2 -O - 7i=;K 3 — -7}V3rv — 4 — * haf-v^ai^/K — 

4 - 1° y 2 - fc° y v>=vk 3 - 1° y /k n- * 4 - 1° y 

*7A, I-N-^^/U— 3-t°y v?=^A, 3, 4 -^'»f Ix^^m 

N 3, 4-7t^i/xf l/y7i=/K Wp-^ b^V*/V#=/V7x=/V^ 

*a-a-erfcHuiaw$f* u^rs ttit 3 3 - z/^/vblxj 3 - -f?-/v- 

10 12 0] 

R4XU!RMS7Kit'fc^ R3MR5^7Ri-C11*<, R3MR 5 ^ 
[0121] 

&1 A^IEOt^ttTVStWIi. R'/R 2 , R s /R* <D&]7jkM~C$> 
5 0 
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[0122] 
IflO] 



m 1A: g'JWRS 



(R x )q 




^ y-/P fcfyU 

GHjOC 2 H 5 
CH 2 CK{aH>C 2 H s 
CH 2 0- U-picoii««) 



HO- Ph- 
il- p-F-Ph- 

m-F-Ph- 

p-CHjO-PM- 

p-CH : 0-Ph- 

m-CH 3 0-Ph- 

p- (CHj) 2 N-Ph- 

ra- (CH 3 ) 2 N-Ph- 

1* . p- (CH 3 ) ,-W*-Ph- 

I', m- <CH 3 > j-tf~-Ph- 

I*, p- (CHj) j-tr-CH 3 CK 2 - 
(0CH,CH 2 ) a -O-Ph- 

I*, m- (CH a ) 3 -fr-CH 2 CH 2 - 
<0CH 2 CH 2 ) 3 -0-Ph- 

X', p-(N,N- 

v^^yWfc^^VJ- 

{N')-CH 2 -<OCH 2 CH 2 > 2 -0- 
Ph- 

I*, m- (N.N- 

v 5 7vu -< 7 *J > > - 

(N* ) -CH 3 - {OCH 3 CH 2 > 2 -0- 
Ph- 

ro-F, p-CH 3 0-?n- 

m-CHiO- , p-F-Ph- 

N- tffr -4- f }v''-^ , I 

3- try 
2- try v>>- 

£>-CH,0 2 C-?h- 
5-ci- fxr/w -a-yl 



7 -OH 
7-0CH 2 

7-0 Wy-/a tVU) 

7-SCHj 

7-SOCH 3 

7-S0 2 CHj 

7 -SCH^CHj 

7-NH 2 

7-WHOH 

7-MHCH 3 

7-NtCHi}, 

7-N~(CTj} 3 , I' 

7-NHC<*0] CHj 

7-H{CH 2 CH 3 > 2 

7-NMeCH 2 C0 3 H 

7-tf~ ( Me) 2 CH 2 C0 2 H, I* 

7-<n>-^;w* y ^ 
7-<N)-r-ff^^v 

7-<N)-N^f Arty's* A 

7-(N)-tf o >?X 
7-(N)-N-/f>t*ni)^. 



7-IHJ-H'- 



7-WK-C32 
7-HKC(0)C 5 K 1 i 
7-NHC<0)CH 2 Br 
7-WH-C(NH) Nllj 
7-12) - ^-X-y : 

mm 



[0 12 3] 
[*1 1] 
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(163) 
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[0 12 4] 
1*12] 



8-> ^/u 

8- -T y-T'a fcVl' 
a -oh 

9- OCH 3 

8-0 MV-/ctVU) 

a-sai 3 

b-sochj 

a-so 2 CH 3 

a-SCH 2 CHj 

a -nh 2 

fl-NHOK 
a-NHGij 
a-N(CHj) 2 

a-^tcHjjj, i" 

8-NHC(-0)CH 3 
S-N<CH2CHj) 3 
a-NMeCH 2 C0 2 H 
8-W { Me) 2 CH 3 C0 2 H, I" 
8-(N)-^e/^ V > 

8-(N)-r-tf^^> 

8-<N)-N-;if*7tfV* 

8- fN>fc*a U v^ > 

B-(N>N-;<fjK**!)-^. r- 

a- (N) -K' - 
I' 

3-NH-CBZ 
a-NHClOCjHn 
a-NHC(0)CH 2 3r 
a-NH-C(NHl NH a 

9- (2)- ftV*S 

mm 
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9-> Tj\> 

9 -OH 
9 -OCT 3 

9-o (*< y-^a tr/u) 

9-30*3 

9-SOCHj 

9-S0 2 CH 3 

9-SCH 2 CHj 

9-HH 2 

9-NHOK 

9-NHCH 3 

9-N(CH 3 ) 2 

9-2T (CH 3 ) j , I" 

9-HHC{-0)CH 3 

9-H(CH 2 CHi) 2 

9-NMeCK 2 C0 3 H 

9-*T<Me) 2 CH 2 C0 2 H. I* 

9-(N)-^/l-^ x ) > 

9-(N)-ri2ff-v ? > 

9-(NVN-**/V7t=K'* 
9-(N)-t'D y Cx V 

9-(N)-N->f/vt* I" 
9-(N)-N->fA*>W-H J I" 

9- (N) -H* - 

f^fK"^' 7*/ . 

X* 

9-NK-CBZ 
9-NHC(0)C 5 H 11 
9-NHC(OJCH 2 ar 
9-NK-C(NH)NH 2 
9- (2) - ft7*S 

7-OCHj, 8-OCHj 

7-SCHj, 3-OCHj 

7-SCHj, a-SCK 3 

6-OCK 3 , 7-OCHj, 8-OCH 3 



[0 12 5] 
Ut6 1] 
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lit, R!> R 2 , R 3 > R 4 , R 6 > R 5 , R 6 > R 7 , R 8 > X, ciRlf 
ntewinZlzf5.m£tlX&<Q , R5 5 tt**^X«T y — W^T*fo5^5t^tf 

10 12 6] 

=»T3B#tt, T/V^^vM/K T/l-^vM/K T/V^vM/K 

^Kfi, O, NR 7 > NR7R8 > S N SO, SO2, S + R7R8^ PR7 > 
P + R7R8 s y^=.u^, ^*rvy-s( ? WfR^ T a 1M 

TA-^^v^f/K T/u-^^v^/K TA-^^vM/K #!I7^>"^/K 7 
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(166) <f^ 2002-519418 

/W3^'>^/K 7$}) 3i— tv^-T/K ;Ky7^3^;K tikMWbi. 7$ 

7/l"=*/K atfyai— fyu, 7U-/K An7;^, S^n7Vl"*7K ^fof 
-<^/K 7U-/l/7^/K ^oyy> t^y, OR 1 3 „ NR 1 3 ri 4 ^ s 
Ri3, S (O) Ri3, S0 2 Ri3 N S0 3 Ri3, NRisOR^, N 
Ri3NRi4Ri5 % NO2, COzRi 3 , CN, OM, SO2OM, SO 
2 NRi3Ri4 x c (O) NRi3 R i4^ c (O) OM, COR13, P ( 
O) R13R14 ( Ri 3 R 1 4 Rl 5 A", P (OR 1 3 ) O R 1 4 A" , 

S* R i 3 r i 4 A-^tPN* R9 R i i R i 2 a- tf>bfr33^M3:t;iiS4R£H 

rrt\ HfilET/w^/w, 7/i^=/K 7/w3r~/K #y7^^K zKy^— 

/K 7U-/K yNPT/l^/K v-^ nT/l-dr/^tf ; ^^ci-y--f' ^/W£, OR 7 , 
NR 7 R 8 „ SR 7 , S (O) R 7 , SO2R 7 , SO3R 7 , CO2R 7 , C 
N, t^y, CONR'RS, N + R 7 R 8 R 9 A" . 7A"=¥/I<\ TJ^^=-^, 7 
y — /K y^a7;^;K ^^p-y-^-^yw, 7 U -^7^^, Eg&^r-nlM 

^/K Eg^^T^oT y — /K P (O) R 7 R 8 , P + R 7 R 8 R9 A-^.T>*P (O 

) (or 7 ) or 8 3&»p><c*#*>e>aiR*n*:— o£JL±©««is-e* e> 

flMBT/l^/K T/Vfr—jV, 7/l^~/K ^!)7/^/K /tfy^— 7VK 7U 
— /nd7;^;K p T/u^/U^Tj^^-r n ^/W3. O, NR 7 % N+ 
R 7 R 8 A - , S, SO, S0 2> S + R 7 A~, PR 7 . P (O) R 7 , P + R 7 

[0127] 

[0128] 
Ht6 2] 
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(167) 



ftm 2002-519418 




10 



R 2 e &r>*R 2 7 
[0 12 9] 
[Ib6 3] 
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(168) 



2002-519418 



r30 (O), 

■N-, =N-, -O- , -S-, -S-, -CH : 



11 



»31 



II II II M . 

-C-. -C-, -C-O-.-C-. N+ 



12 



Si -NH-NH- , -NHSO z - . and — N =NH 



NH 2 13 

n-C, R 2 6 > R2 9 , R3 o ^R 3 1 ii, T/l^/K T/Vfr=./V, T/V 
[0130] 

5£d i vro-fk-g-wcfi, i i %.v&zr> i i i©r 2 »« r 21 , R 22 t 

, I I I ©R2 3 fo s 6-, 7-, 8 -<DtiLW.<DiSItlfr-VRi 9 t 

[0131] 

Bij<z>asjfii»«-ctt, sdi iRVADi i net, *m~eM7Hirz>='Ti®-w& 

7^fW©#<»tii^fC, fulBbfcR2o^ R2i, R 22 M 2 
0 0 £T% #*t<tt»l^f)»!]5 0*-e, i!3SfSt<li|i!ll^bl!)2 5ST? 
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(169) iRg2002-5 1 94 1 8 

[0 13 2] 

dr7/^T*fi^<, ItlR 1 > R2, R 3 . R 4 > R 5 feJ^R* #?iSft^ 
[0 13 3] 
[0 13 4] 



-169- 



(170) OfrM 2002-519418 

[0135] 
[0136] 

r «iai$:x«^*7c«^(D2!?^X'fo «9 , ^mk-htfo* o.o5 m*% 

[0137] 
[0138] 

HL&feik&m. MffllW, S^-H\ h<ol&i^fil^J; 
[0139] 

-Jt£{c{^ SBOS4lil0. 3H»10 0mg/kgM/B, £?£L<« 
|!)lmg^f)|l50mg/kg 0 , £ «9 b < fi$J 3*>f)l)10mg/k 

(subdose) T% &^$*L#6 0 t^lil0C2H6 

[0 14 0] 



-170- 



(171) 0 0 2 - 5 1 9 4 1 8 

[0141] 

5ia^-£i^ ig^^^m^^Tt^y^y-^ KfiMBttW^J: <9i§w 

) ^«^tL5WP^iy>JbS<-r5r tXhZ> 0 ±ot, SII^-ML7c^Wli 

3i^^/K^r^^^'t4xKy -7— mm&nz> 0 

[0142] 

&^-*fi^0. 1, g/kgM^ibm. Omg/k 
gtt, ifJKlifi.O. 2 5mg/kgM^?)l)0. 7 5mg/kgM> i 
f^f^LXte^O. 4mg/kgM^?>|]0. 6mg/k g#:a<^f5ia-efo5o 
r<D&-^*(i l#^fc>9&} 1 0 n g/k gfcnfabm 1 0 0 n g/k gffcfioaA 

t i,x fe&fr £tiz> 0 ^nmcm-tzmxmm^ #jx.ii\ ivv?^tc 

<0mO. IngHlllOmg, ^Klil^lng^blJlOmg^TO 

o te\ 0y*.tf, *&m<D<k&to<olto lmg^^iog ©*Sr^-f 

[0 14 3] 

*»WKJ:5m^*&fi!tWI-tt, ffH. ^J5t. ffi (Wz-tt, ST) -S.^ 

^P &T> j£P*]l*K £tf*lXte#Ml*]) »4-tja-t-*«L^*J-C*>6. t> 
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(172) 002-519418 

[0144] 
[0 14 5] 

& (i&T) jft-^^a-rsn^ttjacww:, mat, **o— ^fcsOTJfcsad* 

[0146] 



-172- 



(173) ^200 2-5 1 9 4 1 8 

[0147] 

m%&5-<DBL-rz>mmmmte. mmst^-mRt ^xmm&tiz r t mi* l 

[0148] 

m*imx~&z>*^ v na-i. y<-tv>, ?;yi/, y^v^yy =i— /k t 

0 . 1*^15 S*/fi*%> #>JxJi\ 0 . 5 frh 2 %<Dmi£X*l?tElrZ> 0 
[0149] 

h7^^^— 7^ (tmasdermal) RTfgT'fcSo 
[0 15 0] 

Stt, »1%^M51 »JL<li|)3%^bl5%ffe5o -0(D#^(D^T 
f£t££ ft-g^te, #Jx.{i\ Pharmaceutical Research, 3(6), 318 (1986) 

[0151] 
[0152] 
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(174) #S200 2-5 1 94 1 8 

[0153] 
[0154] 

[0155] 
[0156] 

-<^%^p5isXtefem-tz>z.bte. gimmick vrntzztiZo ±iem@^ 

^icte. jn#o*>f ?\ **xtmsfct**B#*>?K 

oft'ti^p^T^^t^-^tL, K7 5/^r-*y ^y — v^^^A^ijffl-rs^^ 



-174- 



(175) #^200 2-5 1 9 4 1 8 

10 15 7 1 

»woiaj»j!a^ifcaiiRia*?w©«te**si9:#$n, ^itJfiuM^ii^ 5 $ < ^m-r 

10 15 8] 
[0159] 

1 

2-^^-/1^-2- (^^n^-i/^f/l') ^^r^-r/U (1) 
[0 16 0] 
[ft6 4] 




12. 6g (0. ll*r/U) <Dm.ik*?>*^*—^RXfl0. 3g (0. 1 



(176) #^2002-519418 

CO h V xfy>7 5 XDtitMfe&i (10°C) (C, 15. 8gW2-xf^ 
-2- (tKo^^f/V) ^3M*"*— »1"ojtJP;t, S/£^£3 0 o C^ 
T(-&ff£ L&T^ib. Chem. Ber. 98. 7 2 8~7 34l (1 9 6 5^) 

cu^-c^u mi±^xmm^, 24. 4 g 0^0021- -r/u&#7c 0 

[0161] 

2 

2- ( (2-^y^^7x=/W) P<^-/W) - 2 -rc^vU^df-lJ-^vU (2) 
[0162] 
[ft6 5] 




WOi9 3/1 6 0 5 5f (C|Et$ixfc^£ttotilLfc3 1 g (0. 1 
4 4^) CO 2 -^A-;*:/ h-<^y ? 7^7 > N 24. 4g (0. l^e/U) <D2- 
3i^A-2- {^^n^-^^^-jV) (1) , 14. 8g (0. 14 

6^A) CD h V x>RXf8 0mL©2-^ h =*r ^ai^vHE.— TVKD*!^ 

^^31^{cr 2 4B#r^m^bfc 0 KI^M3N©HC 1 3 0 0m 

LcD^k^^l/^tCXttthibTcio ^fb^l/^JI&S 0 OmLcOl 0%Na O 

"TJ^Zm^tCo iW?rHPLC (10%EtOAc-^fy) TML, * 
-Y/l^ LTCD2 0. 5 g ( 5 8 %) CD 2 ^#7t 0 
[0 16 3] 
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1*13] 



2002-519418 




XXIXc XXDCd 



[0 16 4] 
[ft6 6] 
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(178) 



2002-519418 




[0165] 
[151 4] 



-178- 



(179) 



1200 2-5 1 9 4 1 8 



CHO 



— AS**— A X 

I, Li 2 S, DMSO. 
_ ) 



Oc 



S f-R 2 

CHO 

CHO 



1. ^T-AsV *f- r> A, PNIETA, 
-40 deg C. THF 

2. DMF 



PMETA = 
I I 

I 




-f^R 2 
CHO 



BrPhjPBr, -40 deg C 
DMF 




DEAL, THF, 
-40 deg C 



£.R 2 



Br 



I CHO 
OH 



MCPBA 



MCPBA = m-? a Gi&^c.g.^SS? 



R 




o 2 



Br 



^ , R 5 B(OR) 2 . m 

T~ K : 

CHO Pd(Ph 3 P) 4 , Na,C0 3 

/U. h yn V3Z.fi DME 

R J SnR 3 , m 
Pd(Ph 3 P) 4 , 

R = H, or C,-C 6 7Vb=*vi, 



■a; 



S f-"R 



CHO 



t -y h^--> K) 



004 



OH 

R s 



-^^^r — : mtl) ^-^^XfifiH*^ (tfiJxJ^DMF, DMA, DMS 
Oft if) ^^{til^*^/^.* K-eil^O{Cfi^^tbfc 2 -7/^P'<y/7 



-179- 



080) !g$200 2-5 1 94 1 8 

[0166] 

^filtmS (XL, J^T) Srfflv^^tS-t^tS. KT©»JT*« 

[0 16 7] 
1*15} 



-180- 



(181) 



2002-519418 



Xir — A XI. 




XLJVa XLIVb 



XVI I I Afl>e>fctl3&i-£ 3, 3 - v?7;b^;«*^5t'b 3 1 
10 16 8] 



-181- 



(182) #^2002-519418 

-;UXL I ££C£-t!r> ^tLH^^tbTT/^t KXL I I ttZSo 7/V7t 
KXLI I i#:«^bfc^t:^nS^i:^"srt^-C% ^*^XLI I I 
^tl(i^k$tt"C^<^y ? ^^t: 0 >'XL IVaiXLI VbOSMttM-nftl^ 

[0 16 9] 

^7xy-/kXVI I I Afiltli Ufc^ ^f-i. 3 uto-cMt 6 i i 

[0 17 0] 
Ift6 7] 




XVI I I A 



[0171] 
[ft6 8] 




-182- 



(183) §1200 2-5 1 94 1 8 

, 7"Pt:VW, ^fy^ntVK n-:/^vK 'fy^K -fe^^^/K t - ^^vu 
XO^yf/ui^^S^blWSii, -IHt»*L<li, R 1 2£.tFR 2 {in 

[0172] 

Xdf-i.XI©Iim ft7x/-;VXVI I IAfifW-IWfiX 

»WJt*Sr*Rffli-*o /uxv 1 1 iA^tl^ttl?il 

. 01-1. 3 i(ao"CS^StfW)R$^3!c 

I I IA©Si(c^Ltl)l. 1 S4tf>»^«if£ifcl£-efc3o 
[0 17 3] 

3IB$r!lW\ ft7x/-;UXVI I I A©^yifyl('^Ut^5^/^7°^ 

JR*fcfll£»ittXLtKrti:u-c*iftiftai«rlliat-*-S. f^7x/- 

[0 17 4] 

y-^xvi I iA^ii^ufti. o~^i. ia*©§l#S[#3W*tt 



-183- 



(184) #120 0 2-5 1 94 1 8 

W5Wx/-;vxVI I IA©^il^L-C|]l. lS4o9lfe*J-C 
[0 17 5] 

fcvvC, »*U<f±*P*^#fcJ:o-CI»#, 7^3-^XLlSrft5. 
[0176] 

ft7i/-/vxvi I I A, IMIXL, 5l£fe#»tK&P7K##MriJ£: 

[0177] 

;l/3-^XL I £^!i£L, M/iW^lV^XT^ft KXL I I fcgfeffc;-*- 

[0 17 8] 
[0 17 9] 

Hk^X\ «0*ft(aoX7yvft KXL I I £¥HtU WPWftlMltfWS: 
/B^THic^/u^-T/^'t KXL I I I »*b<tt, $Hb#Jte 

[0 18 0] 

IU^^5t5(D^&^J:o-C^/^^-T/^k KXL I I I SrlMIU SflSb 
-CAlft^'&ffc^^^ fc^X L I V a &t*X L I V b ^Mt5o ^ikMS-tft 
* b< W:3Kl8^P>jKj9 0pHSrW-r5iaS-CS)5o 3€^0* U< tt*fi3SttT/V3 

o 

[0181] 
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(185) #^2002-519418 

[0182] 
6.1 



XII 




UVa uVb 



-185- 



(186) #^2 002-519418 

L^^tBIS-rS 3, 3 -^T/i^/i^fi^^^Mfct 3 lO(D0S§?ria5^-r5 o 

L I 2r£D, ^tmtmt^thX^/^^-Ty^^~ /WL I I t^?>^<t^T'#5 
0 ;*/U*>--T/U=<— /H. I I gf£«Mi-^fc£;ftTX/k*^-T/l^t: KL I 
I KC^SrH^t, ^tl(«$tl-C^y^xfc'yL I V alO?L I Vb 

[0 18 3] 

[0 18 4] 
[ft6 9] 




[0 18 5] 
I4k 7 0] 
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(187) 



IfcM 2002-519418 




5vK yntVK ^y/otVK n-^?vK ^V^K IgZl^T^vK IE 

R2 iin-7'f;VST'fc5o 
[0186] 

*3r— AX I I ©Igt'li, /NP^yifyLlifD]iClt«tXLi^t 

o #£-T5^p-<^i^LO#^S(cMLT;i$ l . 1-1. 3^1©IWS 
[0 18 7] 



(188) M200 2-5 1 94 1 8 

AS»*U^. #4f5^n/<^yL©#^ll^Utl. 0 1 — 1. 3^i<D 
[0 18 8] 

f*7x/-;uxvi i i Akmftffiw&xL<Dfcfo\z&rtz>£.}&!yo<nmm& 

[0 18 9] 
[0190] 

[0191] 



-188- 



(189) 2002-519418 

mteMfrmmxte? pp^p^t-y ^=^^5, h^^* l< p 

pAtf!) ^-^A-c&So it'fk^^^^Xfi^ PB*^CJ;5 481ftlrt« 
[0192] 

#Ci^T\ ^df-— AX I T'Kt/TLfc^l^oT^;^y-7;vf t KXL I 
I I £^M<zvo:/5^fc 0 ^- 1 , 1 -v^^v KtcgEife-t-S 0 
[0193] 

[0 19 4] 

^dr-AX I &t>*X I I Mfcs^T^ ^u— htt^oftfr tUzSMKttlfcf^&te 
[0195] 

zkM£T/u# y &m,MX*2b <Q , ^flyfcttji— rA-tttm- ioti< 
[0196] 

111 : 2, 2-v?y?VW-l, 3-^p/^^-/WM 
[0197] 
Ut7 1] 



-189- 



(190) 



2002-519418 




iftaES:JMi»U**se>. b (15 0g, 0 

. 5 5^) Oi*THF (7 0 0mL) f&fo\£ s 6 6 2mL01M©THFt 
<DV =f-V AT/V^ — ^AtK^^I (6 6 2mL, 1. 2^4, 0. 6 6^) £ 

°C^?££PU 4 0mLO*, 8 0mL©10%NaOHW8 0mL©*S:-i 

#fc 0 /a h yNMR> # — #yNMRWM S \Z. «t o-C^fi)c^Sr?ftSJ Lfc 0 
[0198] 

xfi2 : i?zf^^-mmmm. 

[0 19 9] 
[ft7 2] 



-190- 



2002-519418 




mTkmt^'f-U^ (5 0 0mL) {ddott^X^l ©^/f^-^t- (10 
3 g. 0. 5 4 7 8^A-) h ^f^75y (2 2 1 g> 4^4, 2. 1 

9^rA-) %mm<DT0 o CiZ-XMWlstc o mtf-^^—J^ (9 7. 7 8 g, 0. 8 

JELTgiU Ife©^/^lT128g (IR^I 0 0%) (Dv^^/U-^ 

[0 2 0 0] 

[0 2 0 1] 
[ft7 3] 
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(192) ftI200 2-5 1 94 1 8 




12 



liiDT, tK^WC^^P bfc 6 0 OmLOTir h y /Vt 5 0 0mLO7X(- 
iolt6Ig20v;W-lMil (12 7. 5g, 0. 5 4^) 
, mWr-VJ* (III) (1 g) Wl3r)itth!) (2 3 3 g, 1 

. 0 8W) &mz-tc 0 R*S«J«r— BfeSWU, «P*<Z>fef±Bfetc3Efcofe„ 

h^7 7>f }ClJ:?)|±JIS%W* s S6o-CVV«CV'»r.tS:flSSUfco 3 0 OmL© 
:t— tvu-c l 0, ^5>T^3lHia^K)«:atllLfc. ffiI6^*'*v'*A_h-e*r8l 

13 3g (l|X^9 7. 8%) ©S^^/W-*lfflilESfc!fc*:#fc. y ^NMR< 

# — tK > N M R S.t>*M S «t o T £ iiftfS b fc 0 

[0 2 0 2] 

Xfg4 : 2— [ (2 — 4' — :7/U:*-n -<>'v ? /W- 4 — t< 3i=./V^3j-) ^ 

^VW] - 2 -^^VW^-tf-/— /U 
[0 2 0 3] 
[-ft 7 4] 



-192- 



(193) 



2002-519418 




fcrnit-r b v (o. 27 g , 6. 6 8 5 y CO 6 0%^-f/U#i!a$£r 

3ri/^,uzr.—^;v&mz-, 7^W^X^M^tz 0 i?7 ^ =-7\s* ^ is ^$-7 ^ 7 
— 5 5g, 6. 6 8^!)^) <D 1 0 m L 7 h =*r v^^/Wc— *r >VW& 

m*i 5^ftr— MTo^nxi/co ig3«^7'f;v-i«ii (2 

. 17g, 8. 6 6 5 U ^/U) <£> 1 OmL^ h^v^rc^/WJi— T/^U^^O^Mx. 
, 7kt^~ r/K'2 [EJife^LfCo zkflSr^tU 2 0mL©l 0%NaOH^D 

xfc 0 r^7j^t4?B^^3 o^^u> ^*pl, 6N(dhc u^xmmt^x 1 

LT2, 4 7g (IR^9 2. 5%) tf)^^-^ / — /^£:#fc 0 ^NMR, C 

1 3 NMR&Z>*MS i£T£/&^£*StSLfc„ 
[0 2 0 4] 

X%g 5 :2- [ (2-4' -^/W^P'O'vVl'- 4 f/V7x=;l/ft) 7 
- 2 -y^)V^^-^^—)V 
[0 2 0 5] 



-193- 



(194) 



<H5* 2002-519418 



Ut7 5] 




i^y— /v (2 g , 4. 9^y^e/v) mm^, ^np^oAiti^^^ (2. 
1 8 g , 9 . 9 ^ v *m ^rJPxfco BUfcn&mz 3 mwwfc u v' y u*ft\>-Q 

atiBLfco «ia«fe*«JELtai|«lb. t^ittl. 39 g (IK* 7 0%) <7> 
10 2 0 6] 

X||6_ : 2— [ (2-4' - y/Vyfrv 'O' is/l— 4 - * /l^/U* 

[0 2 0 7] 
Ift7 6] 



-194- 



(195) 



2002-519418 




v-r—A' (o. 44 gl i. i^u^v) mm^. *??wffi$:M^m (o. 

10%NaOH (30) , 7kRX*7 f 74^fcXmmLXm7®yo*&GfrV, nmt-r 
^->!)A±T*e;iU iJIlTiffiU ^/VtLTO. 42g (JR* 9 0 % 

[0 2 0 8] 

X^7 : 3—i?°73-A'—7—*?-/U— 5- (4' -:7/U;*-d 7ol 

— /W) -2, 3, 4, 5 -r- h ^^^/f^^y- 1 , 
[0 2 0 9] 
[ft7 7] 



-195- 



(196) 



tft&. 2002-519418 




•r-jv (o. 3 7 g , o. 8 5?u^) m^m^mwvtco #:v>-t% m=my 

b^^F^y^^ (102mg, 0. 85?U^) &1}\\X-tc 0 3 MM 

^•ft^i o%ohc i -»l4tt:u 7vi^ttttiu TkiT'^-i'^^ii^b'C 

ifc#U MgS04±«U MffiLTg|$?Bbfc 0 HPLC (1 0%E t. OA 

c -^^-iy) \z_x z.<Dmm'Vd%mmi>fc 0 m^m^m\^^ ^<Dnmx o . 

1 g^tBMlSC 2> s fcofc c 2#i(D^-®T% 6fe@l$ttt0. 27 g Oft^7 
5%) <7)mM<7)'<^y'f : -^-t ,> >'^tH]I|XL/'c 0 7"a h ^NMR „ *-^>NMR^ 

VMS ^xtSLj&mzmm^tc (m+h=4 3 3) 0 

[0 2 10] 

Xfll : 2- [ (2-4' \>-**/'<lsi?JV- 4 — =■ h a /U-^^") 

y^vW] - 2 -y^-z^^rf-y — 
[0211] 
[ft7 8] 



-196- 



Ofrm 2002-519418 



9u 




7 



^ p ui?7 ^=-;\s/ $1/ (lOg) ^2 5mL©DMFM?L, W$m.V 
(1. 7 5g, 1. 0 5^1) ecifc. m'm<D&lZfc&tZ$zfr^fc 0 fcfc 
Hfc8 0°Ci^JU^L7c o ^£0 o Cfc:?£iPU 10mL©DMF^©v? 
^/HtOTt^tt ( 9 . 9 g ; * 3r— A X I cDHJ&^JcDXfl: 3 b7c <£ 9 ^ 
Efcbfc) ^APpL, ^aiCT-HWtfc, ^Eg^lS;^ Tk&t^-TVl' (3 

^-tfe^:^Lfc 0 jg^^ipu @t^^/K--cttai bfc 0 mmmz^RUft 

fifci ^ 3 M© N a O H i *ia Blllf * Ifc. M-^Sr^iflU mm^M^X 

ttmbfco «^^7K&t>*y^-r >-T'ig^^sfe#b, ^gr^^?A_k-e<i& 
*bu ^i±b-caiibfc 0 mmmzmtj^^^izmm u ^u^y^-c^iib 

, 2 0 % (7)^31 ^/Ui— df-y-^-e^ttib. iELtllU t^/^Ltll 
. 9g (1|X$7 4%) tfV^f-iJV — /U£#fc 0 /nhyNMR, C 1 3 NMR& 
TJ*M Slut %L$iM & &§g b fc 0 
[0212] 

TM2 : 2- (2-4' h^^y^- 4 h n 7x-/Uft) - 

* - 2 -^y^^fi^"^— >v 

[0213] 
[ft7 9] 
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(198) 
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HO 



Bu 



Bu 



13 



mm<nTx*7ki$mzx%in&thtc 5 o m l (dhw f c^it s ig i ^ 

J — ;v ( 6 g , 1 3 ^ y ^fr/V) 7 0 %MC PBA (8. 261g, 

3 3 5 y ^r/U) ^P^lfc 0 tfiia 1 8B#P^J&^£}t#U Slil Lfc 0 1 0% 
NaOH (30) , 7KS:t/^7-Y^{--C31^^ii^^i5fe^b, Sfcgh^^v' 

8~60to6fe|ftitt5g (1RSJS7 7. 7%) ©^iJ-^vl'Sr&fc. 
h VNMR, C 1 3 NMRMMSlCT^ftlrllEtfco 
[0 2 14] 
ffij 1 3 9 8 
Xai : 2<D^$ 
[0 2 15] 



[ft8 0] 
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(199) 



2002-519418 




72mL© Y/ls=cl/t 5 4mL©x^/-;H^it5^ 1 3 9 5 <D 6 g i?Zf?- 
/W4 -yj^u^^^-JT/^fM K^^IC, 4. 7 gCD 3 -= h n^^-tf 

(2 8. 6^y^/l^) , 0. 8g©f h7^r^ ( h i) 7i=M^7^y) 
(O) (0. 7^^) M4 5mL(D2MMthy 

i^>- (25/75) ^m^^tc^y vy^y ^Kk&^m^&^xn 

&(Dmfct LT4. 8g (7 3%) O^liO^^^#b^fc 0 
[0216] 
[H17] 

l H NMR (CDC1J d 0.88 (C, J = 7.45 Hz, 6H) 
0.99-1.38 (m, 8H >, 1.62-1.75 (m, 2H) , 1.85-2.00 < m 
2H), 3.20 (s, 2H), 4.59 (s, 2H ) , S . 93 (dd, J = : 10 5 
and 2.4 Hz, IK), 7.15 (dc, J = a. 4 and 2.85 Hz, IH) 
7.46-7.59 ( m . 2H) , 8.05-8.16 (m, 3H) . 9.40 ( s , : XH) . ' 

IS3 : 3<D&f& 
[0 2 17] 
Ut8 1] 
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(200) 



2002-519418 




5 0 0mL©THF{:*5lt5 4. 8g (10. 4 ^ V *M <D 2 <Dmm&7k#i 
; ^mm&y^'f VCi^U &l^T?iaift (MgS0 4 ) U MJ£UTit$gLfc 

^D-7h^77^ia5iH(aot, itfe©^i:tt4. 3 g (90%) o 

[0218] 
[*18] 

l H NM3. (CDCl,) d 0.93 (t. J = 7.25 Hz, 6H) , 1.00-1.55 
(m, 8H) , 1.59-1.74 (rn, 3K) . 2.15-2.95 (m, 1H) , 3. IS 
< qA3 , = 15.0 Hz, AV = 33.2 Hz, 2H) , 4.17 (d, J = 

6.0 Hz, IK) , 5. 67 (s, IK), S.34 (dd, J=9.6 and 3.0 Hz, 
1H) , 7.08 (dn, J - 8.5 &l>* 2.9 Hz, 1H) , 7.64 (C, J = 

8.1 HZ, IK), 7.81 (d, J - 8.7 Hz , 1H) , 8.13 (dd, J = 
9.9 3.6 Hz, IK), 8.23-8.30 (m, 1H) , 8.44 (s, 1H) . 

Ms (FABH+) m/e (tB*t3&£) it. 464. 5 (100) £4 4 6. 6 
(6 5) o M+HiCOl^Tf+^LfcHRMSte, 4 6 4. 1 9 0 7. ^mt4 6 
4. 1 9 0 5 -efcofc 
[0 2 19] 
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(201) 



2002-519418 



1M 4 : 4 <D&$L 
[0 2 2 0] 
[It8 2] 




*Tls^*WM5U&¥t {-AtL^c, J^SPLfc (0°C) THF 30mlt©3^ 
?£4. 3g (9. 3?y^) IC^W^y8. 2g (18 25H/V) £ 

»]Lfco l 1 1 o°c-ci 6mmmm\^tc a ro^ff 

0~4 0%^txf/l') ?rffiV^^y*^^ci-7h/77^- (Wa ter s 

Prep-200 0) T'ML, 4. Og (88%) (DM^mW 4 £#7t 0 
[0 2 2 1] 
[^19] 



NMR (CDClj) d 0.80-0.95 (m, 6K) , 0.9S-1.S3 (m, 3K) , 
1.60-1.69 (m, 3H) , 2.11-2.23 (m, IK), 2.79 (s, 6H) , 
3.09 (q^s. = 15-0 Hz, DV= 43. S Hz, 2H) , 4.90 (d, J 

=» 9.0 Hz, 1H) , 5.65 (s, 1H) , S.75 (d, J = 2.1 Hz, 1H) , 
S.52 (dd, J = 9.6 Jk.Tf 2.7 Hz, 1H) , 7.S9 (C, J = 8.4 
Hz, IK) , 7.85 (d, J => 7.80 Hz, 1H) , 7.89 (d, J = 9.0 
Hz, 1H) , 8.20 (dd, J = 8.4 SO' 1-2 Hz, 1H) , 8.43 (s, 

1H) . 

MS (FABH+) m/e (Mtt*&%.) 4 8 9. 6 (1 0 0) v 4 7 1. 5 (2 
5) 0 M + H(DHRM Sit^itte 4 8 9. 24 2 3, 2 4 5 6 
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(202) 
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[0 2 2 2] 

Ig 5 : 5 <D&f& 
[0 2 2 3] 
lit 8 3] 



*T 1/ U ^mUP a r r fcm%slZAfttc^? / — /H 0 0m 1 tp©4iWl 
Og (2. lO^) 10%^5i?9A (&tm*P) lgiM5. 
« £^P8LH 2 f2@^-^U ^©iHz SrAi^L (1 0 0 p s i ) , 45S 

£Ifc9l&Wc 0 *«S:«EUtiiL0. 9g (9 6%) ©5«:#fc. 
[0 2 2 4] 



l K NMR (CDC1,) d 0.80-0.98 (m, 6H) , 1.00-1.52 (m, 
10H) . 1.S2-1.S9 (ra, 1H) , 2.15-2.29 (m, 1H) , 2.83 (s, 
6H), 3.07 ( qAB , ^ = 15.1 Hz, DV - 44.2 Hz, 2H) . 3.70 
(s. 2K) , 4.14 (S, IE), 5.43 (s, 1H) , 6.09 (d, J - 2.4 
Hz, 1H) , 6.52 (dd, J = 12.2 %_Xf 2.6 Hz, 1H) , 6.65 (dd, 
J =» 7.8 S.tK 1.8 Hz, 1H) , 6.83 (s, 1H) , 6.93 (d, J - 
7.50 Hz, 1H) , 7.19 (C, J = 7.6 Hz, 1H) , 7.89 (d. J = 

8.9 Hz, 1H) . 



MS (FABH+) m/e- tfBStag) 4 5 9. 7 (1 0 0) „ M+HOHR 
MSfHttl44 5 9. 2 6 8 1, S*»4 5 9. 2 6 7 0"CS)ofc 0 




K20] 
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(203) 



2002-519418 



[0 2 2 5] 

It 6 : 6 

THF(D5 0m 1 ^©5^9 1 4mg (2. 0 5 U 5 - :7* n U 

p^/^p]JFO8 0 0mg (4. 0 5 V -=e/w) SrAox., WcTEA 4g (3 
9. 6^y^e/u) ttifc r«^io^f#ttm\ ^xf/v^y 

yvKisa-ut. ^aii^ifc^^-tir (M g so4) , mmvxmm-rzo mmm 

ml MPLC*7^(-J;5v'y*y/V^P-7 h^'7>^— -CffilSiU #£ft&0 
»0. 9 g (J)X* 7 3 %) rc> 6 <M#7t 0 
[0 2 2 6] 

[i2i] 

l H NMR (CDC1,) d 0.84-C.95 (m, SH) , 1.02-1.53 (m, 
10K) , 1.53-1. SB (m, IK), 1.80-2.00 (m, 4K) , 2. 12-2. 25 
(m, 4H) , 2.38 It. J = s.9 H z, 2H) , 2.80 (s, SH) , 3.07 
(< 5AB' j AB = 13 • 5 Hz. DV o 40.4 Hz, 2H) , 3.43 (t, J = 
S.9 Hz, 2H), 4.10 (s, IK), 5. SI (s, 1H) , S . 95 (c, J - 
2.4 Hz, IK), 6.51 (dd, J = 9.3 2.7 Hz, 1H) , 7.28 

(s, IK), 7.32-7.41 (m, 2K) , 7.78 (d, J = 8.1 Hz, 1H) , 
7.90 (d, J - 9 . 0 Hz, 1H) . 

II 7 : 7 <D&f& 
[0 2 2 7] 
Ht84] 




H 



7irh=hy;l/2 5ml4'©6^0. 9g (1. 4 5? H/l') (CITE A 1 



(204) 2002-519418 

8 g (17 8? y^/W) S:*PX, 5 5t-ei 6 I^WJPB bfc c R^jR^'ftSr^-* 
fi«*t^l^J±UllLfco 0. 0 5%OTFASr^tfT-feh=hy^/ 
tKW^IE (2 0-6 5%Tir h VM *J§\^tzMWsV KV^W^^?? 
7 4— (Waters Delta Prep 3 0 0 0) ti^Ult, 6fe 
mW-<D 7 % 0 . 8 g (HX* 7 3 %) &#fc„ 
[0 2 2 8] 

l H NMR (CDC1,) d 0.80-0.96 [m. 6H) , 0.99-1.54 
(m, 19K) , 1.59-1.84 (m, 3H) , 2.09-2.24 (m, 1H) , 2.45- 
2.53 (m, 2H), 2.81 (s, 6H) , 3.09 (q^, = 15 , S Hz, 

DV = 18.5 Hz, 2H), 3.13-3.31 (m, 8H) , 4. IS (s, IK), 
5.44 (s, IK), g.os (d, J = l.a Hz, IK), 6.57 <dd, J - 
9.3 and 2.7 Hz, 1H) , 7.24 (t, J = 7.5 Hz, 1H) , 7.34 
(t, J = 8.4 Hz, 1H), 7.56 (d, J « 8.4 Hz, 1H) , 7.74 
(s, 1H), 7. 8S (d, J - 9.0 Hz, IK), 9.22 <s, 1H) . HRMS 
tW 642.4304; jj*^ 642.4343. 

ffi] 1 3 9 8 a 

IS1 

[0 2 2 91 
[fU5] 



CI O 




C 14 K 10 C1NO, fw=.291.69 
^ffitt©**'*' »C*3V^ 5*fty^6 8. 3gm(0. 3 2 7^F 
U^fttHl 5, 7 7 7- 5) fc#*U 5 0 0mUl2f77^3tAtl5 
75^3|:N2 K«7 W-isitf s u b a /w«r# 



-204- 



(205) 2002-519418 

if > (TsV K V y3-#M2 8,4 5 1 -3) ^MtlDx.I5W^« 
SrUMfr-f-a. 

[0 2 3 0] 

2-^no-5-=hng.|fS 60gm(0. 2 9 8^ T^KDyf 
l±M 12.5 11-3) S:#*-r5o N 2 /^-^oFli-^ o P^ytVM^ 

»*tjpt5, mict— nfe»#-r<&. mm^x2 ommmwistcm. mw^m 

%)^M7K^ :3 rf-^T*?5fer^-rSo-^'f^^w t = 6 1 . 9 5 gmtt«^5 
[0 2 3 1] 

^ffitfcfcSW-fc^-C, Sgft«10 5miroi7X7-y^ (0. 97* 
/K T/V K y v^#M 2 9,6 2 9- 5) ^M?r 5 0 0ml 2 

f 7 7^^tA^5 0 
[0 2 3 2] 

Hk7^5-[>is4 5. lgm (0. 3 4^ 7/^1^^2 9,4 7 
1-3) WiL, m^iP^^Atb^o Sit^^^ntttWfci^Na 

m^^t^h, mm.* xm$> 3 0 -M^-r-So 

[0 2 3 3] 

IN HC 1 33£mk<Dmm3 0 0m 1 ^|Cft<^ilCj;!)SJ!£;$rf^§-&, 

i5«m„ ^-x/n-T2niatti-rSo ^wi^ii^u 2% Nao 
H-e2H]rtmu ^m.^^^itvtzH2 ot'2[E]ttajt5o M g so 4 . «jg 

~y-/v£&9l&< 0 9 0%x^/-;l, l 0%mm^^frh$L!&yo*Miiii£ 
•tiT^o ii±7^>t*ftl^-fr5 0 wt = 3 5. 2gm, 4X^4 1 %„ NMR&J; 
tfffi^flf (m/z = 2 9 2) 
[0 2 3 4] 
Ig2 
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(206) 



m^. 2002-519418 



[0 2 3 5] 
[ft8 6] 



CI 




C l4 K l2 ClNO, fw=277.71 



Igl0^7iy>38. lOgm (0. 13R/V) «:*i**fb* ^ l" 
y2 5 0mll«t5. N2»«7W-, asMfc^*5«fctf* hy^-Srlfc 

[0 2 3 6] 

by7;VtP^y^^i3 9. 3 2 gm(0. 2 6 2^ T/l' K V V 

1 5,8 5 3-4) texxfimfcrnt* 1 ?^! 7 0mi £MJ-r5o B 

[0 2 3 7] 

h V 22. 85gm(0. 197 ^JV T/V K U y ^ttftl 2 3 

.019-7) :J8 <fc 1 7 0 m 1 SrWaSi-rS. fi-JJPil^H-Afr 

[0 2 3 8] 

^2#@<£> h y 7/V*o^^y^*VR3 9. 3 2 g m*5 «fc 

1 7 Om 1 SrW»i"*. WW^-l-Ati, N2Tt^tfc»«t»*»IP 

[0 2 3 9] 

|©F !jif/W>7>2 2. 8 5 g m*5j;U ? il7XiS'fb^^l-'^ 1 7 0m 
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(207) 
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[0 2 4 01 

ISfPNaHCOa 1 3 0 0 m 1 £r 4 y y WHf— # — ClSfS. 3kW"C?& 

%n? 0 W&^-i ^-C^^-BrSo Wt = 2 8. 8gmS-eftft$*5, NMR 
*3«tt/«*^*f (m/z = 2 7 8) K J; t> flfcSB-f" 5„ 

[0 2 4 1] 
Ifi3 

[0 2 4 2] 



£$c#>2, 10. 12gm (0. 0 3 6^;U) ^tMtKDMSO 2 0 0 m 1 \Z. 

mm-tZo flS^Hia^SrfflV^-CS 0 0m 1 j*LJS79^ = KAn5. 
*?&*P», N 2 ^7^^-*5 J; tj?^ h ^a?— Srflfcij ft-tf S 0 L i 2 SSrl. 
8 4gm(0. 04 0^ T h* V -y 2 1,3 24-1) iiPtS, 



[0 2 4 3] 

W^->l/-H0. 5 9gm (0. 0 4 0^) £r#4i-& 0 ^tKDM 



Hfc8 7] 



o 




C„H„NO,S fw-443.61 
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(208) 2002-519418 

[0 2 4 4] 

^.m^-^^lto 2 y 5/ h/Hf— # — ©*PtC5%WSfcS:5 0 0m HSlto 

t = 7. 8gm 0 NMRfciVRI^ (m/z=4 44) <D*S*€:#fc. 
[0 2 4 5] 

[0 2 4 6] 
Ht8 8] 



O 




N0 2 

C 2i H„N0,S fw-47S.61 



9. 33^7^ (0. 021 <r>£j$M 3tl205Hy h/KD«7Km 

ajcttatf. 77^ = 11, SE*i»A*RW hy^SriSfflli-S. »8c*£fc*Sr* 

AU^^b7KSt'^t 0 5 4^7A©3-^PD«fi (0 

04 3 5^K Fluka2 5 8 0 0. - 6 5%) ^rttUfco 8S*P^^T bfctg 



-208- 



(209) ¥f$t 2002-519418 

mfrp-r. mfc&Ri&frbzmL. 1 o%k 2 co 3 ^ts^m^ia^tc 0 * 
i»«tJiS:^b^^u^"e2iattm-t-s. Mgso4t«iLfc 

h/U (m/z = 4 7 6) 
[0 2 4 7] 

10 2 4 8] 
Kb 8 9] 



O 




C„K 3 ,NC,S fw=-4 73 . 58 

KfSfi, 3 0 0 5 V V v h /kt; y ^ # > -S^w I 3 

-CntHt>m o 9. 68^7A (0. 0 2 0 <D^^( 4 ^JE&^jSlC 

ftiitfo 1 6 0 5 y y jx h/K7)cn^ y — /U&ffiM Lfc 0 ^^±<DS*WfeJ6. 2fc 

15. 3 5!iyyh/W*/VA7^7tK (0. 2 0 4^K T^Ky-yf 2 5 
, 2 5 4-97K1 :t ^J3 7fi*%) ^Ufc, ^ a — y b^*"T 6 BUtC 
RJtS«Sr*fM Ufc. Rj&#t£**«r3l§|i*Abfco tK^TX* 5 5°C^pfi Lfc 0 
Rf£«:2 0 0 p s i g 7K^-C% 5 5°C&t>\ 2 5 0 r p mO«#iS«-efir 5 . - 

[0 2 4 9] 



-209- 



(210) 



mm 2002-519418 



RJ£»«:J&*PU 7K^^ilMbfc„ mmzmAlstCo TLCSrfflv^KJC©31 
[0 2 5 0] 
[0 2 5 1] 

fc 0 ftjfti-**-C»jKS:«W8lx*:. ^— ^7U^fi?L*T-tttU Lfc„ MgS0 4 

b/Co NMR&tf^^X^^ (m/z=4 7 4) Sr#S» 
[0 2 5 2] 
Xfl6 

[0 2 5 3] 



8. 97^7A (0. 0189 ^A-) <D*£3$M 5«rl35$5y h/MZ>»S*T 
HFTJjSDILfc. «ft!»M»SrJM«-*"5 2 5 0 § y D y h/wo*Jic7 9 * =» ft- 
tbiitfo 777^(1 i**AfX^h*7^*Sit5. ii^Ii^ATX* 



Hb9 0] 




-210- 



(211) #^200 2-5 1 94 1 8 

Ik/mmX^^-fo 5 5 sf^J^V)* V VJ* t -~7 b*is K (0. 22 

7 ^/K T/u K y v 1 5, 6 6 7- 1) fcS&jn Jgfloas^T bfc#, 
- 1 0°C-CiS#U?ctf\ TLCt±otlHtfc 0 -fiSJS^TtSi, 13 
5 5 V V y Yjv<d 1 0 %H C L &mto LI 0 #raifc# LRjftSrfltJh £itfc 0 

x^-c 3 mtttti ufco M g so4ttii^iu *>iflu ftj»i-s*-eaBK 

^%Lfc 0 ^— TVl^fcaSiSMfcLfco NMRX^^^^^ (m/ / z = 4 

7 4) fc#fc 0 

[0 2 5 4] 
XfS7 

[0 2 5 5] 

[ft9 1] 




4. 67^7A (0. 0 1^) ©M*6^1 00 51) y y h/W«7jk^n 

p^yWAT'^|bfc 0 2 5 0 5 y y y bsl«D%l£-7 7*=i 

y (0. 0 T/WKU 2 0, 2 2 0- 

7) Sr^QUfCo ffitfiT"l 5^-P^tft^L, ^Sf£t&«>fc 0 ^WitfTSr 



(212) 



#S 2002-519418 



[0 2 5 6] 

Jg*R&*»-CJfr£lLfc. 1 0 0 5 V V y b/U(D 1 0%K 2 COa X~%.Jfo&W± 

&|&*Lfc 0 10%HCLX'-£ H 2 Ot-fe RTf, ffifPNaCliliKt- 
£ffl*£»ftbfc 0 MgS04ttii^iU 5ilUU 

/ z = 4 6 0 ) £r#fc Q 
[0 2 5 7] 
118 

[0 2 5 8] 



H 3 C CHj 

Cj,H„NO s SI fw-701.71 

0. 38^7A©NaH (9. 5 7§!)^ TA'K!) yfttlll 9, 923 

- o , »*<d 6 o %#»o mmmwrnz^m-tz 2 5 0 ^ v v v 

%J&7 7*=* "CiM* bfdo SE^atAWRtJ 8 ^ hy^Sr^flli'So N 

[0 2 5 9] 

4. 0^7^ (8. 7*^) 7 Sr 6 0 5 !l U y b/v©jft*DMF-CiS 

ft?Lfc 0 Jfrfc^NaHKLgSflPLfc. ffita-C3 0^f«tfcc 1. 3 3^A© 
K2CO3 (9. 5 7U^K 7^7->t-p-2 0 8) Sr^JP bfc 0 



Ht9 2] 




(213) 



2002-519418 



[0 2 6 0] 

16. l^AcDl, 2 (2-3— K^h*'» 3l^^ (43. 5 $ V 

^e/K 7/VKy yf 3 3, 3 4 3-3) 6 0 * y V y X'^l 

[0 2 6 1 ] 

3i— 7vu-?*fr?|E-r 3 ^5feV>. -£<D^ 5%NaOH, H 2 O. RU, 

g&fPN a C 1 T'ttttiLfCo MgS04t'til^U 3iS U ftflfcbfc. ^ 

^^lli^^^^lfco NMRMv^^^^ hyU (m/z = 7 0 2) 

[0 2 6 2] 

[0 2 6 3] 



1. O^A (1. 4 3^/u) ©±^ife8 4 1 0 5 y y y h;w©i7K7t h = 
f£3&»KH±&tf. 1 0 5 y y y h/WO«S*T-fe h = h V J^ffiR Lfc 2 . 9^9 

A^hyxf/wr^y (2 8. e^y^K 7/vKy yf 23, 962-3) & 



[ft9 3] 
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(214) 
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[0 2 6 4] 

J|£^£:#fc 0 NMRM?^^^^ ^ (m/z=4 7 6) £#fc 0 
[0 2 6 5] 
ffij 1 3 9 9 

tm i . i ^-8-$, 

[0 2 6 6] 
Ut9 4] 



1. 1 y 5/ h/KDDMSO©^© 1 4 4 ^7^©KOH (2 5 6^) 

^SriiCT^ic^pu^o wn8 2^A©3^f^ (so^yy-y 

h/K 1 2 8 2 5^^) ^^AD^^aCXmAnbfCo ^flt'15«#t 
tc 0 MgS04ttii«U IITT'IiUfc 0 ^MJ-V (10 0%) £ 

^ffif££ ttfflv^2o o ^ y y y h/K^T-^i/^iicxi/y u-^vy 

77 ^^i^ff^L, 10 3. 2^7^ (8 0%) (O 1 Mifel^t U# 
fc 0 1 HNMR (CDC 1 3 ) d3. 39 (s, 3 H) , 4. 42 (s, 2H) 
, 7. 18-7. 27 (m, 2 H) , 7. 12 ( d , J = 7. 45, 1 H) , 7 
. 5 0 ( s , 1 H) 
TM 2 . 2 GOIa ft£ 
[0 2 6 7] 



Br 




Hfc9 5l 
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(215) 



m%t 2002-519418 




ICH 3 



1. 5!)yh/VCTHFcf©l©9 5^7A (4 7 2 5Uf^) cD^*PL/c^ 
m (-7 8°C) K2405!Jyyh/UC2. 5 M<D n -Zf^-JV ]) f- V A (5 7 6 

5 y^-/w) -srasapufeo HSiwaitfu 5 0 0 s: y y -y h/wTHFi; 

oftmmwL. 5x:iz.x*utb, -io°c^t^*pl. 6^A©pd (pph 3 

) 4 (5. 2^U^;V) Ml 2 5^7^©2, 5 -v^/l^f-P^O"^^^ U 
I) K (7 0 8 5 y^-/W) ^fiOLt a-a-ttSr^fflt? 1 8B#^fi#U 1 0°C^ 

?£*PU 7kT-SJS£^ltU ^^^^^TK^^X'^-fiJL, 1NOHC1M 
1 N<7>N a OHT'W^IJiSr^LTbo til^Mg S04 T'^iU X^T T'lg 

77^ (Waters Prep-500) K <fc SffiMt- £ <9 , 5 3. 6^7^ (4 3%) <7) 2 

[0 2 6 8] 
[^23] 

NMR (CDC1,) d 3.40 is, 3H) , 4 . SI (s, 2H) , 7.12-7.26 (m, 
3H) , 7.47 <e, J = 7.50, 1H) , 7.57 (d, J = 7.45, 1H) , 
7.73 (d, J « 7.45, IK), 7. BO (s, 1H) . 



Xm 3 . 3 (D^f& 
[0 2 6 9] 
[ft9 6] 
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(216) 



<$m 2002-519418 




2 5 0 5 V V y FyUDMF4>»5 3^7^ (2 0 2. 3 5 V <7) 2 &t>* 1 

1. 2^7AOLi2S (2 4 2. 8 5!)^) C^18^f|100W 
JqjRtfc, RiS^ftiP (0t) U 5 05 y V y ^ODMFt©6 0. 7^9 
A^X ' (il 3 9 7 (Z>8lttfllESMfc'&») (2 4 2. 8 SrS&JD bfc„ 

U v?xf-;l/x-f;w-er:|iIttlliLfc 0 TMgifc&IMfcffc (phi) u -Biwa 

*Wa?fy77-f (Waters Prep-500) tiSftKl-i^ 4 2. 9^7 
A (4 8%) ©3S:tfe©W/Vtlt#fc 0 iH NMR (CDC 1 3 ) d 0 
. 86 ( t , J = 7. 25HZ, 6H) , 1. 10-1. 26 (m, 1 2 H) , 
2. 83 (s, 2H), 3. 32 (s, 2 H) , 3. 40 (s, 3 H) , 4. 4 
8 (s, 3H), 7. 02 (dd, J = 8. 2 6 H z <t 2 . 82Hz, 1 H) , 
7 . 16 (dt, J = 8 . 1 9 H z t 2 . 82Hz, 1 H) , 7. 45 (t, J 
= 7. 65Hz, 1H), 7. 56-7. 61 (m, 2H), 7. 69 (d, J 
= 7. 85Hz, 1H), 7. 74 (s, 1H) . 

[0 2 7 0] 
TM4. 4<D&& 

[0 2 7 1 ] 

Ut9 7] 
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2002-519418 




2 o o 5 y y y hsis&mt^^^^Qxvi 2. 9^7^(96. 253^) 

<D3<D'&n (-4 0°C) bfc^^(C21. 6^7A(Dh!i7;!/to^^y^/^ 

(12. 8 5 y y y 144^y ^e/U) ^gS^P U JfclC 2 2. 

(Dhyif/Pv'yy (3 0. 7 5 y y y h/K 19 2. 4 5 y ^r/U) Sr^DPbfc 
o — BSM-2 Ot-Cf^L, TK-eS^SrfltitU, M.K:iS.iC>fc. 
[0 2 7 2] 

h^77-f (Waters Prep-500) \C XZffiM^ XV, 2 4. 2JfyJ± (60%) 

[0 2 7 3] 
[152 4] 



l H NMR (CDC1,) 

d 0.89 (c. J = 7.05 Hz, SH), 1.17 - 1.40 (m, 12H) . 
1.45 (c. J = 5.84 Hz, 1H}. 2.81 (s. 2H) , 3.38 (s, 3H) , 
3.43 <d, J = S.23 Hz, 2H), 4. IS (s, 2H) , 4.42 (s. 2H) , 
6.80 (d, J = 9.S7 Hz, 1H). 6.90 <t, J = 8.45 Hz, 1H) . 
7.09 (d, J = 7. 45 Hz, 1H), 7.15 - 7.21 <m, 2H) , 7.25 - 
7.32 (m, 2H) , 7.42 (m, lH) . 

IS 5 . 5 <D-^$c 
[0 2 7 4] 
Ht9 8] 
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(218) 



<&m. 2002-519418 




100$yy'7b^DMSO^«24. 2^7A (55. 8 5!)^) (04 
(ntfsM ( 1 5 - 1 8°C) \^tz.mm^ 3 1. 2 ^7 i^OH^bfiii^t: 0 y v>>-#g{£ ( 

1955 y*yu) zmm^tco 3 o#MM-e*#ufc. ^7k«u2^ eh& 

3i^yU-C3H]ttmUfCo 5%HCL (3 0 0 5!/y W . W-^^'f^ (30 

o ^ y y v -zmmfo^ffifri^ M g so 4 ±-c*«Mfe«:iaftu xst t- 

ffttfU 2 3. 1^7 A (9 6%) (D5^n^^(D±4^tLXntc 0 
[0 2 7 51 
[t25] 

>jmr (cncij) d 0.37 (c, j = 7.0s Hz, s:-:) , i.ci - 1.32 

Cm, 3K) , 1.53 - 1.55 U, 4H) , 2.93 (3, 2:-:), 3.33 (s. 
jI-:), 4.15 (s, 2?.), 4.43 (3, 2K) , 5.51 (dd, J = 9.55 Hz 
,£.0*2.32 Kz, IK), 5.91 (~ , J - 3 . 52 Hz, IK) , 7. a? (d, 
J «> 7.45 Hz, 1H) , 7.14 (s, 1H) , 7 . IS (c, J = 7.55 Hz, 
IK) , 7.25 - 7.32 (m, IK) , 7.42 (dd, J = 3.55 Hz 
5.54 HZ, IK), 9.40 (3, IK). 

JlM 6 6 o-a-^c 

[0 2 7 6] 
[ft9 9] 
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(219) 



2002-519418 




2 0 0 5 y y y h;\s<Dmk*?'l'^ d P<Z>2 3. 1^7^ (53. 6 5U^) 
<D5<D?$M (OX:) UfcSSfifcfc 2 8 . 6^7A©^^on^t#^,|f|? 

(112. 6 s y ^yw) &s§fln ufco 2 4 n£ra^i&-T?aM$ l/co i o o 5 y y y 
h;kdi o%N a2 soa -esjtssrfltjtu 7Ktmt^^^^<Dmx^mvtc 0 

tiMMgS04±«U iiI -C»t, 2 4. 5^ 7 A (9 8%) © 
[0 2 7 7] 



[H2 6] 




117. 



7(D-a-^c 



10 2 7 8] 



[jtlOO] 




-219- 



(220) 2002-519418 

5^7-^ (5 2. 9 5!)^) 0 6«I, 1 0 0 ^ U P y 

„ S»**HUl l 0°Clci 6B#f B Wn^bfc„ EJfc»»«:MK:?&*PU 

h^77^ (Waters Prep-500) «t SflfSlfc £ D , 2 1. 8^7^ (84%) 

[0 2 7 9] 
[3^2 7] 

; H NTC-l (CSCi,) d 0.35 (" , J - 7.2 5 Hz , 
6K) , 0.53 - 1.29 (~, 3K) , 1.45 - 1.55 (~, 2H) , 1 . 7G - 
1.30 (en, 2H) , 2.93 (s, 3H) , 3.27 (s, 3K) , 4.41 (3, 
2h; , 4.44 (S, 2H) . 6.42 (3, 1H) , 5 .53 (dd, J . 9.0 ii: 
dt-'J- 2.51 Hz, IH) , 7.13 (d, C" = 7.43 H=, IK), 7.21 (s, 
IK) , 7.23 (-. vT = 7.a5 Hz, IK), 7.32 (d, J = 9.0c Hs , 
IK) , 9 .35 (3, IK) . 



IS 8 . 8 (D^f$L 
[0 2 8 0] 
[ftlOl] 




6 0 0 5yy-7h/K»THF^£O2 1. 8^7A (44. 8 5!)^) <0 7 <D 
mWi* 0°C^m\^. 5 8. 2 ^ V V y Y/wo% V VJ*T-y h*is K«:lfc*fc. 
S&JPU 5°CT-*t££fbfc 0 3 0#IHHft#U 5 0 ? V V y h/uott 



-220- 



(221) 



mm 2002-519418 



Wti£M}iUz.£Z>mmiZ£ <0 . 15. 1^7A©8^efei*iLT#fc 0 3 0% 

g^m^/u/^-y-^^a^i b-c^fflur^y p-^ h???* (w a 

ters Prep-500) Iciotf i^ffiSl, 3. 0 ^7 -^<£> 8 £ &&mW-b LT# 
/Co MS (FABLi) * ) m/e 4 9 4. 6. HRMA (EI*) ) f+^M + 
H4 8 7. 2 7 5 6. ISII4 8 7. 7 4, 

10 2 8 1] 
IS 9 . 9 0>£*J5ft 

[0 2 8 2] 

[fcl0 2l 



20^u y -y h/K?)®t;^f i/ycfo2. o^'^a (4. l^y^e/w) <ds<d 
fem&- 6 o°c^^bfc 0 4. u y y ^ h^©£iib*>)i£o imm^ 
Anufc. o&mm:Wi,tc 0 1 o 0 cfc^ipb. 5 o ^ y y y h/W 

<^7XT'S^^lhUfc 0 ^jf^fl^^l^t/KO^T'^JU MgS04l 
-C&JftU X^T -ea^iLfc 0 5 oro^zn^-zw/^^-y-^^^coS^^^J: 
3*fMl-J:>9. 1. 95^7A (8 9%) <7)9 LT#/c D MS (F 

ABH*) m/e 5 3 7. HRMS (FAB) ff^M 5 3 6. 1 8 3 4 Q 5 
3 6. 1 8 2 2, 

[0 2 8 3] 
IS 10. 10 <D&!& 

[0 2 8 4] 

Htl0 3] 
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(222) 



2002-519418 




3 0 5; y D V b/KDTir b~ b V /^<D 1 . 09^7^ (2. 0;^^) «0 
9$XM. 9^7A (6 2 5!)*^) W t° U ^ytD^S?:^a-C' 1 8 ^fl*# L 

k&mmz.&'O. 1- 19^7^ (9 6%) bfe©@fri:L 
X'fetz 0 MS (FAB*) m/e 5 3 5. 5. 

fn 400 

[0 2 8 5] 
[ftl0 4] 




mt&w. Rxt, mtom**M,ffii-z>o &\^mzmA^tco (2. 5 

y y 4i<7)7Ki?iHWby (12 6. 0^7^/4. 9 8 8^) <7>*7 

y_£^;jjp U ^^?r6 0 C^^L7t 0 h/l^O (2. 5 y b^) *W4- 
7;Ut07;t/ _^ (5 6 0. 0 0 0^) (D¥&m%2. 5B#^ 

^frfcoT^Ml^&ilCTMLfCo S^^^r^UlBtF^aigit (10 0 

x.) bfco ^^m^u^^b^ haoc^ (75o^yy-yh/^) $><n3-*b 

^->^y^n!i K (7 8 3. 0^7V5. 0 0 0 ^E-/U) (D^^^r^JP^i^- 
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(223) 2002-519418 

sriic-casapLfco i smmft^tzte, ^$c&m«£pu h 2 o ( 

2. 5 y 5/ h/V) *KA*tfc. 2 0«jfLfci, Jf£#8f£U til?:Me 
OH (2. 5 y 5/ h/W) ^^TK^k^y^-^ (7 2 0^7A) <D^*£-C*ttttJ Lfc 
o MeOHM20 %<D7X^7K^t:^ y ? .M£«tfjp U M^^T 3 0 
LfCo h/i^nv-C*5II]i5fc^Lfco h/i^^i5fc#£r2 0%7X^KOHt' 

tttUbfCo ^Tc752 0%KOHmmZ-£bl&, iHC LX'^bbfCo 
m^7^-^yi.-e3[llf6ttib, Kft (MgSCu) U 6il§U I^TtllL 
tc 0 *&^#)^Kugelrohr^g^J:o-C*»Mb, jSejMfe^^ A- (4 4 9. 0 
^'7^/lR*3 9 %) Sr^tfCo b. p. : 120-130 C/5 0m t o r r H 
g. i HNMRWMS [ (M+H) +=2 3 3] ± <0 FJT§I<£>$f it^iftfS $ tb 

[0 2 8 6] 
Ig2 

[0 2 8 7] 

Htl0 5] 




7j/-^ (4 5 5. 5^7^/1. 9 6 l^/U) &^7<f^*;UAT5 K% 
^Pbfc 0 ^^6°C(C^iUL, TK^^^hy^^ (5 5. 5^7V2. 19 
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(224) 4** 2002-519418 

K (2 4 2. 4^7A/1. 9 6 1^) £^PLfCo 1 5 KfcU&Wi 
£H 2 0 (4. 0 P y h^) ^luiLM, ^^/^-^yWX*2|l]ttmbfCo * 
i*b4afc^mil^H2 OX^fPTK^'teNa CLTi5fc#U Iftft (MgS04 
) U *>iSU S^Tt'Iit> (6 0 5. 3^7A, 1&*9 7%) 

fc 0 i HNMRWMS [ (M + H) + = 3 2 0] K X <9 ffi W.<DMmtimW £ H 

[0 2 8 8] 

[0 2 8 9] 
[ftl0 6] 




C 14 H 13 OFS fw=248.32 



nyrvt^llt^o 3RJ£«*S:*AUfc- 4-7/u^n-2- (3-^h* 
v~<>-v?,W) -7x^^/^ + */U/^-h (6 0 5. 3^7V1- 8 
9 5^) ^7^=-/^-^^ (2. O^fn^A) SrSSSOU »»S:APJ»U 
2B*IW3»«Ufc. »£-|fc«rML-C6 4 0#TO#U *P!I& LT 2 BfrlWaWK Ufc. £ 
MtC^iPUfcm, Me OH (2. 0U-yh/W WTHF (2. O^yM * 

asanu ii^ i 5 ^TOtfc. y a (4 2 5 . 9^9^/7. 5 

igfty*ffli£&*£«>. «HClT*BHtU ^/^-fvi^tttB bfc 
[0 2 9 0] 
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(225) 2002-519418 

3i-7vuttm«t&f£« (Mgso 4 ) u siau i^Ttiiu nsefe<D 

t^/U (4 6 3. 0^7A, 9 8%<D1R») i HNMRttlliDiil: 

[0 2 9 1 ] 
1*14 

[0 2 9 2] 

Hti o 7] 




F 

C 2S H 35°2 FS fw-41B.Sl 



JUTTS,, ^KSsft&iHAUfc. 4-7y^u-2- (3-^ h ^/W) 
ft7x/-;V (10 0. O^A/4 0 3. 2 ^^) ^2-^ b^x 
^oz-fr/w (1. 0 y $/ h/w) £»U i^&0°Ct^*|]Lfc o 7X^-7" h 
(9. 68^7V3 8 3. 2 * y t£gs#P U iS-g^Sr^iB. 

2, 2 --Jzf^JVZfn — h (110. 89^7V44 

3 . 6 ^ y ^>v) &ma u s-e-iRSr e 4 ttmatft ufc 0 s^&isaH-s ^k* 

^H 2 SO4*jSJ0Lfc, *^IS:MU, 3 0^W»«EU ilC^L, ^ 
fvw 3i— TVU-efSlil Lfc ^— ^/^iRSrftjJI (MgS0 4 ) U £ifiU 
T-C8MBU (1 4 3. 9 4^7ViKl8 5%) £r#fc 0 *H 

NMRStfMS [ (M+H) + = 4 19] J: <Q Bfao*3t*S?ftW$ ttfc 0 
[0 2 9 3] 
IS5 



-225- 



(226) 



m& 2002-519418 



[0 2 9 4] 
[ftl0 8l 




OMe 



F 

C 25 H 33 0 2 FS fw=41S.S9 



jyrr-5., 3Ri:s*^iAtfc, *tt&-r3T/i'=-A' (143. 94^7^/3 

4 3. 8 MCH2CI2 (1. 0 V y h/v) SrSsflPU 0 o C^£P 

bfCo try i?=-VJ*? D P^- b (1 4 0. 5 3^7V651. 

AO &g&JPLfc. 6BSIW«, CH2CI2 SrSsflPLfco 2 0^«^«a^«cS:x ~> 

y Tjyvw^iicr^ilb, CH2Ci2X*gfeifLfc. 5«ft«:*ffiT-caM6U » 

V^-fe-^feO^A (110. 6^7^^ M77%) £#fc 0 1 HNMRR 
T*MS [ (M+H) + = 4 17] t±<)0fM©tl^tl$tbfc, 
[0 2 9 51 

[0 2 9 61 
Hfcl 0 9] 
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(227) 2002-519418 

iimirZ> 0 ICi^^lALfe. IftJfctKTsJV? 4 K (110. 6^7V265 
. 5>;U^) MCH2CI2 (1. Oyyh^) lr©IDLfc, »0^Clu 
Jft*PU (15 8. 21/7V531. 7 ^ y S: 

— *»iasa»pufc. 3 o#m> R*sa^»tS:Mfcia«>fe. 3. si^wa, 
aufc. mmm*-£k#>, mm (Mgsoo u 61® u M^rx-mmv, 

J$m (9 3. 2 ^'7A/i|XS7 8%) Sr^fc. iHNMR±5 0fS©lj|«E 

[0 2 9 7] 
lH 7 

[0 2 9 8] 
IftllO] 



o 




C 2S H 33°4 FS fw=443.S9 



aabpai^-Sr^flii-s. ^(-m^alt^ mtsr^t h (93 

. 2^7V2 0 8 ?!J^) WTHF (1. 0 ]} y YjV) &S&7JPU 
SrOlC^iPLfc. A!)7At-7F^K (2 3. 3 5^7V2 0 8. 1 5: 
y^/u) fc, ^pa^-^iiCT^PLfco lB#^m, 10%7KiI/HCl (1 

. o y y yjv) %mto\^tc 0 imm&, msm*^^— x/w-e 3 mtta u 

(MgS0 4 ) U £iBU JfcST-C*»Lfc. t4»8 0/2 0©^ 
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(228) 2002-519418 

) Sr^fco «iR&J*£T"C*R&U 9 5/5© h/uxy/BHi^&fftt* 
U (3 3. 6 0 /7V*i»fciRi7i%) 1 HNMRi: 

[0 2 9 9] 
1*18 

[0 3 0 0] 
Ut 1 1 1 1 



O 




C 27 H 39°4 NS f«=473.S7 



-7^ 3,^_#-*#b,W±, ti7^>OT»#?:Ilt5„ 

iHf£i*Abfc 0 ^«77^pM (2 8. 6 =• U -^/V) 

£^JJPU tMPIt, -7 8°C«£Pbfc 0 (17. 1V9 

A/3 7 9 5K^) &CO2 /Tir by^i^J: <9?Ji$BU ^^l-Ms^n bfc 

„ m^^Mtataa*. 6 0°c(^p^bfc o 20^1, ^m^-m^n^. 
#u (Mgso 4 ) u %au, jc^T-cwffiu (2 8. 5^ 

7 9 6 %) =S:#fCo 1 HNMR{Jl«t <9ffim<DW&&$£M£frfco 

[0 3 0 1] 
X^9 

[0 3 0 2] 
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(229) 



¥rm 2002-519418 




C 26 H 37°4 NS fw=459.S4 



2 5 o ^ v v y i>/kd3 o%my : 7^^a, , &t>\ mm 

nwm*Mw-fz> 0 mzmmzmAvtco Mfo-tz* b^^t^m (6. 6 2? 

7V14. 0-;!J^) WCHCla (1 5 0 5 V V v £r»Lfc 0 
Rf&m&m&- 7 8°C^i££PU HIMt*^* (10. 50^7A/41. 9^ 

£P L 1 0 %©K 2CO3 (100$UJiyh ^/u) •CSJt&Srffit u/co 1 0 

s m&ftmzti. Tkmmm&^^-^^x^mi&m^tco chci 3 w^ 

~7VUj*ffl&«:££«>, ISfP*»ttNa C 1 -Cifc^U, ftft (MgSCU) 
£iBU JtffiT"CaM8U (6. 2 7^7A/lRi9 8%) £r#fc 0 iH 

[0 3 0 3] 
III 0 

[0 3 0 4] 
HU13] 
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(230) 



tfrU 2002-519418 




JJW#S:A«t5 2 5 0 5: V V y Wkd- P %J&7 7 ^ ^ 4> 2-v^^/w 
T $/xf;^ a y ( f w 1 7 2 . 10 ^7AA/H TA- K 'J 

D8, 7 2 0- 1 (2. 4?y^A, 4, 12^7^) > 340^W^ 
j^c_^r, K &t>* x 3 4 5 y y y Y jv(D in KOH (7]q£$0 2:^Abfc 0 1 

[0 3 0 5] 

»#SrMi" ; 5BiJW2 P 2 5 0 ^ !) y 7 b/u.D^^yX^t^kiitlb-^h 
y^A (#£^*<7)6 o%#i!at^ 100^^7^ 2. e^y-e/L-) W34 

(2. 4i-y^A) (ftixm) SrM©5^y7WWD 

MFM^-7/^«l-ia bfc 0 3 0 ^40 "CT^Pift bfc 0 T L C K £ 5 ffif§ 
^«^*^V^^^?r^-7"/^T'#^Rb, 1 5 %N a OH^^TtKS: 

m (1. 3^7^) •C-x-r/Hr^t^rK'Wtfco ^n-^h 
^ 9 -7 ^ ( 5 ^ y y 5/ h A-/#-t\ S i O 2 9 9 %im^A/ 1 %NH 4 OH 
) KX^X-g^mmZtl? Zo 78^7A hJURVYL 

1 NMR) 
1*11 1 

[0 3 0 6] 
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(231) 



2002-519418 



[ftll4] 




ItlO^bOM (0. 5 7^7A, 1. 025K;Hw5 5 8. 8 3 
tf'yK/^jV) ~BiSl\. 6^7i»©3-Kx^y (10. 0 2 5 y ^e/W) %7 4 
vis-Y—tiZ—ftf h^*¥<n 5 ^ V V v Y)V<DT^z Y—Y y/^CiAL, 3 B ffi 

^ h/UM-I=5 8 7. 9, H NMR) 
ffij 1 4 0 1 
IS1 

10 3 0 7] 

[ftll5] 




OMe 



F 

C 14 H 13 0 2 F fw=232.25 
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(232) ft2 002-5 1 94 1 8 

mtww. rv* mm^tam-i-Zo *t«tiAtfc. (2. 5 

y y ^) ^(OifMKcryWJ* (126. om/4. 9 8 8^) 
y— SrS&JDU ^^^6°C(^^*Pbfc 0 (2. 5yyW *<04- 

7yU*P7i/-/U (5 6 0. 5^7V5. OOO^/V) CO^^^r 2 . 5 NfRO 
(^^fco-C^W^^iiCT^PUfCo RjESJB#*S:apSRUlB*MaBiE (10 0 

°o ufc 0 (75o$yyyM *?<n?,-*y**s^ 

.^aUF (7 8 3. 0^7V5. OOO^u) 05f§i££:^jnifrM-£rii C-f 
©DLfco 3W«S:1 5l*IWtf*ofc*, »<g*«:MWfri3IU Ha O (2. 5 
y y h;w) ^icAnfCo 2 0«#tfct, ISr^BU ffll&MeOH ( 
2. 5yyb;U) tp(D7kMikH V (7 2 0) ^7 A(7)?§ffltt?ttttJ Ufco Me 

OHlSr2 0%*»tt*» y -7-M-^PU ?iM?r3 0#^«Lfc o 21 
h/^>-T'5[Ugfe#UfCo h^3iv8fe^S:2 0 %7K^'l4KOHT*tttU bfc 
„ ^TW2 0%**tt-KOH»SK«:*fc»> SHCL«Lfc, iftgit^ 
fvi^— 3 ElftbttJ U MgS04t?£iU *>iBU Jt^T*CSI^bfco 
3a^fc«JSrKugekrohrUK«fcJ:oT»Mb, mWM&M'f >^ (44 9. 0^7 
A/i|Xft3 9%) £#fc 0 b. p. 1 2 0 - 1 3 0 C/5 OmtorrHg. 1 HNM 
RXIFMS [ (M + H) + = 2 3 3] (£«fc 9 Wf M&Mlt&lfeM & tlt^-o 

[0 3 0 8] 
IS2 

[0 3 0 9] 

s 

OMe 

F 

C 17 H la N0 2 FS fw-319.39 
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(233) #S 2002-519418 

i 2 y y h/w3P«77^^ii, mmmwm. Rumm^^ryy^^M. 

xy-^ (4 5 5. 5^7A/1. 9 6 S^^fM/UAT? Klri 

M Lfco ^$t£6°C^£|]U TK^i^hy^A (5 5. 5^i»/2. 197 

(2 4 2. 4^7A/1. 961^) 15^f, ^^^$T 

H2O (4. 0 y h/U) ^icm^^s ^/Vol— 7 t /Ut?2IlIttttlbfc„ *t 
fcktbfc^ttfcjf &H2 0&t«SfP*iS?KN a C 1 Ti&i^U (Mg SO4) 

-etHftu ^ifiu K^T-eiib, (6 05. 3^a, 1^*97%) 

<£r#fc 0 1 HNMRMMS [ (M+H) + = 3 2 0] \Z. X. K) ffi M<Z)«5S*S«tK 

[0 3 10] 
I@3 

[0311] 
[ftll7] 



SH 




OMe 



F 



s^^SrJWi-t-So SM£&*&#ALfc„ 4-7/^o-2 (3-^h^rv- 
^y^/V) -7x= yUi^^/l^^/W^-- h (6 0 5. 3^7Vl. 89 
^^wcc—tvu (2. o#Bm) »U 

(C^SPb^m, Me OH (2. 0 y y h/W) WTHF (2. 0 JJ >y b^) £gs 
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(234) 2002-519418 

*nu mm* 1 5mmmwLtc 0 *mt*> v <? (425. 9^7^/7. 59 

Mm-rz>z-tx*m&mzmm^, ^^—t-k (1. 0 u ^ h^) *xmm^ 
s H 2 o-eitiiifc, *»«<otttu*S:*t^ iHcitmu oi^/u^- 

7vu-C#JfflLfc„ =-7vMftm««:l£* (MgS0 4 ) U> £ifiU X^Tti 
JfgU ffi&&<D*-C* (4 6 3. 0^7A, 1&*9 8%) &#fc. 1 HNMRH 

[0312] 

[0313] 




It5„ *fc:SE*fc*Abfc. 4-7/W^P-2- ^ 
t7x/-^ (10 0. 0^7V4 0 3. 2 5!)*^) RV2^h^f/l' 

( i . o y y h/w) &«&jpu ^oti^Lfc. tk*^ h y * 

A (9. 68^7V3 8 3. 2 ^U^;» &|fc*fc^U »&ift$:3ttafciB. 
ft, 2, 2 -^^7°o ^ W>^^7x - b (110. 89^7V4 4 3. 
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(235) 



#S 2002-519418 



2so4»uc„ Tkmrnztomv, 3o^mmm\^. mkmu 
x-f/K'fttHifc„ 3L-^^mm*n.m (Mgsoo u 6i^u i^tt* 

WN&U ^I6fec7)^^ (1 4 3. 9 4^7Vti85%) £#fc 0 1 HNM 

rwms c (m+h) + = 4i9] vmm<Dmmmmztitc. 0 

[0 3 14] 

[0315] 
lftll9] 



^i-rSo ^{-^*^^Abfc 0 >!tJS-r5T/l-^— (1 4 3. 9 4^7V34 
3. 8 0^) MCH2CI2 (1. 0 !i -7 SrSSflPU CCl^ipb 

/Co lfDi?-!)A^DD^o^-^ (1 4 0. 5 3^7V651. 6 =: ]} 

) SrtJSSPUfc. 6B#r^m> CH2CI2 Sr^PUfc 2 0MI-H^«r, 
&&-Tfe'&<nJr>( (110 3. J|X*7 7%) ^r^fco 'HNMRS 

i^ms c (m+h) +=417] k& Qffim<DMm&mm&tit£o 

[0316] 




F 

C 25 H 33°2 FS f w =416.59 



IS 6 



[0317] 



[{tl20] 
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#^ 2002-519418 



o 




C 2 5 H 33°4 FS fw=448.59 



f5 0 3RUli*^AUfc. WS^^-f K (110. 60A/26 5. 
5$y-e/v) WCH2CI2 (l. 0 U y £r»bfc 0 J8?fr£rO , CW& 
£p U 3-^ B nimi(15 8. 21/7V531. 7^y-e/W) 
Mll»tfc 0 3 0^, R^i^MWc. 3. 5NFW«, 

tK^K2 C03ti5fc#Lt ^^tbfc^/V^a V^^^^-^/w-CtttU 
bfc 0 fflUS:*^ IB* (MgS0 4 ) U ^iSU dfefifc 
^ (9 3. 2^7A/«7 8%) £#fc„ 1 HNMR «fc «9 BrSOfllJfta 1 VMS 3 

[0318] 
XfS7 

[0319] 
[ftl2l] 
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2^7V2 0 8 $y^) &T>*THF (1. 0 P y h/l') SrSsAP U 
OtWfrSlL*:. # y !>AT-y h^'> K (2 3. 3 5^7V2 0 8. l^y 
^/W ^P^^aCT»b7t 0 mSIHKL 10%tKM/HC1 (1. 
0 y y h/v) Srj8S»PUyt. l^ffi^ SS^flfcSr^^/l^— HHfttBU (£ 
jft (MgS0 4 ) U SiflU ^T-C»#6L7to ft«M8 0/2 0»^ 
ty/Sflif;^^OS^ a [aoTiSl, (3 2. 

&#7b 0 ii^I^Ttiit, 9 5 / 5 <n Fvuxy/^xf^d^S^ b 
, SfeB#: (3 3. 6 0 bfribfrfcUm; 7 1 %) 3r#7t 0 1 HNMR 

[0 3 2 0] 

[0 3 2 1 ] 
[ftl2 2] 
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m^^Abfeo Mt57/^sM (2 8. 1^/62. e^y-e/w) 
ftW&nu »t*HU -7 8°c^iPbfc 0 -^w^y (17. 1^7 

7 9 ^C02/7thy|||Cj;i9«lU fcf&m&\Z.&JJa\,-fc. 

o 6 0°C^MUfc o 2 0B#WlgL R«»^«tSr»*PU, 

rc^yVrc-^/WX'^bfCo x-f;«^H2 OXtWfifPTkSMfliN a c i -est 
frU •£« (MgS0 4 ) U 5i/iU MTtllU (2 8. 5^' 

7 A/lfX4 9 6 %) £#fc 0 * HNMRKiJ;?)Sfffl<o*36* $ flWR*ixfeo 
[0 3 2 2] 

[0 3 2 3] 
Htl2 3] 
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2 5 o ^ y v y h/wo3 Q%m^y^=^-i, mrnxxTfy?, &t>\ mw&k 
wm*Mmirz> 0 mzw.m&mA^tc 0 Mfc-tz* v^w^m (6. 62^7 

A/ 14. 0 WCHCU (1 5 0 $ y !J y hyu) SrS&bnU/fco S 

JE6«#iKS:-7 8"CWfr*PU H^-fb^^m (1 0. 50^7A/41. 9^y 

U 10%K 2 CO 3 (100^y$/M T'TOfliLfc. 10^, I 
j&s#«S*b, *»*RJlSr3i^/U3i— ^/u-e2|Hl*ftffiUfco CHChWi-f 
/W*ffiifc«:*£«>, tfrfP7k^'l4Na C 1 -Cgfc^U (MgS0 4 ) U 6ifi 

U *ST-C»IBb,.^« (6. 2 7^9A/JR*lRJk9 8%) £#fc Q iH 

[0 3 2 4] 

IS 1 0 

[0 3 2 5] 
[ftl2 4] 
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%f%L 2002-519418 




^ / ^)VV n y FM.mM ( f w 1 7 2 . 10 ^7A/W) TA- K!)yf D 
8, 7 2 0-1 (2. 4 ^y^E-/W, 4. 12^7^), 3 4 5 U !l y h^fti 
3L— fvK 3 4 5 i| i) 7 h/VCD 1 NCDKOH (TK&iK) ^^ALfc 1 5 

[0 3 2 6] 

»#^£r=BJSi- -5S'J<Z>2 P 2 5 0 O y 7 b/u©AJ£7 9^3'fl!:*#ftt h 
y *A ($£ift*£>6 0%#fc?£, 100^^7^, 2. 6 5U^) M3 4 

2. 4 5 y^/u) (D7xy-;« (HIS) £_Wz£o5 * y V y h/KDDM 
F S.tJ<3i— y L j\smmz.WM bfCo 3 B ffil 4 0 "CC^ UfCo TLCiliS W5S*J 

>-ctttBb7c 0 3i— 7^i«^^V7At^ii, a— ^y— ^ ( 

1. 3^7i^) T-3i-7vu£B&i:i-5r i:T*^ilUfCo ^n-^h^^ 
7^ ( 5 5 y y y is!) 77 9 9 %@^3i^/V/ 1 %NH 4 OH) |C± 

oTS^ttHtfc, l^lTOSO. 78^7A (v^^^ MOTINMR) 
111 1 

[0 3 2 7] 

Utl2 5] 



-240- 



(241) 
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(H 3 C) 2 N 




IS10^?)©M (0. 57^9i»> 1. 02^KyHw5 5 8. 8 3 
7=7d»/^:)V) RXI1. 6^7A(D3-Kx^y (10. 0 2?y^) 

4 5T;-eAnf|fcLfc 0 ^^^-rs^T'^^u. 5 ^ y y 5/ h/w? oo*m 

^h/UM-I=5 8 7. 9, H NMR) 
f!ll40 2 

[0 3 2 8] 
[ftl2 6] 



(4R-^) - 5- [ [5 - [4-3, 3-v?:7'9vW— 7- (v^fvUT^/ 
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) -2, 3, 4, 5-rh7tKD-4-tFp^-l, 1 
7/1^-1 -g^^ 

6 0 05!)!)y h/^<D$L')Mi h^x^^©2 3. 6 6 ^7^C»9 5 %tR^'(^ b 
yr7A (0. 9 4^) OlMtlOO. 0^7AO4-7;^P7x/- 
(0. 8 %0°CX*mMVtc o ?M^^7y^^^ih-r5*-e9 0°C 

-C 1 B^^#bfc 0 ?l-ai&£^^*PU 400 5!)Jly h/K^^ h/u^^ 
4>cD?$^C0 1 3 9 . 7 li/7A©3-^ h^v^O-^^Py K (0. 8 9^ 
) £^PLfc 0 2 4 B#F^31?5f£ Lfcm> S^«l:iai^lt, 5 0 0 5 !i y 7 F 

ft— ^-tf-i/^tr 1 y h/KD->!) #>^<7)Jf £iiDT5i©U 5 3. 0 0^7 
i» (2 5. 6%) LT#fc„ 1 HNMR (CDC 1 3 ) 5 

3. 79 (s, 3H), 3. 90 (s, 2 H) . 4. 58 (s, 1 H) , 6. 7 
0-6. 74 (m, 1H), 6. 79-6. 88 (m, 4 H) , 7. 11-7. 
1 6 (m, 2H) 

1M2 4 -7/l^7f-p- 2 - ( (4-^ h^o:-^) ^/l^) ~ft7x 
X%I 2 a — h ^'o^ 

5 0 0 ?y!Jy^«DMF^©5 0. 0 0^7^ (215. 305^ 
,U) c7)4-7/U^-P- 2- ( (4-^ b=3rv-7^-/V) fvW) 7x7 /KD 
^^^l-iA^^ (2 7 9. 9 0 O ^t/U) 11. 20 ifyJ^(D 6 0%7k^b^ 
h y r7A^m^^2°C-C-^PLfc 0 }&&m$:MUX*Ufr, 2 6. 6 1^7^ 
7 fvi^^TJ/w^-i'/i^ p y K (215. 305: y ^eyw) Sr'^JPLfCo KJ&iS 
^£MT'-l&i»#Lfc 0 fl^^7Km^<7)l 0 0 5 'J y 5/ b/vOTKT'SJS^ 
^ihUTto *ifcfi5 0 0 5 y JJ.y h/KDv^rc^/Wzn-x/UT'ttffiUfCo r/V 
^$t£r 5 0 0 5: y y y h/KD7KS.t>*5 00 5!J!)y h^OT*7^ :/-Ci5fcfr Lfc 0 
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U 4 8. 00^7A (6 9. 8%) <Z)£j&^3ri§ SfeU^ £ Ut#fc. 1 HN 
MR (CDC 1 3 ) 5 3. 21 (s, 3 H) , 3. 46 (s, 3 H) > 3. 80 
(s, 3H), 3. 82 (s, 2H). 6. 78-6. 86 (m, 3H) , 6. 
90-7. 00 (m, 2H), 7. 09 (d, J = 8. 7Hz, 2H) 
Ij2b 4 - 2 - ( (4-;* h^t->7xn/l/) 

2 0 0 5 0 5' h/K^>v ? 7 3i— — /Uzn— ^/Vcft^ 43. 00 ^9 (150. 
2 9 5 y^E-yU) <T>^-*~b>\"** — h (Ii2 a^b#fc) <Z> 2 7 0 °C 

■e— BfeassKufco ^^^{c^spl, 2 y 5/ i>/i/©^ty-ci y 5/ yjv<d^ 

^zn^/U/^^-^^-e^b, 4 6. 0 0^7A (9 5. 8%) <D£j&Vn&nM 
fel#tl"Cj|t 1 HNMR (CDC 1 3 ) 53. 02 (s, 3H) , 3. 1 
0 (s, 3H) , 3. 80 (s, 3H) , 4. 07 (s, 2 H) , 6. 82-6 
. 8 6 (m, 3H) , 6. 9 3 (dt, J_= 8 . 4Hz,2. 7Hz, 1H) % 
7 . 0 8 ( d , J_= 8 • 7Hz, 2 H) , 7. 49 (dd, J_= 6 • 0 H z , 8 
. 7 H z , 1 H) 

2 0 0 5 y y y YjV<D* $ ; 0 0 5 y y y h/KDTHF+tf^ 6 . 

(1 44. 0 2 5!) ^E-yV) <£>tetfc£fifc«J (_BZ&) O^MJC 17. 28 
^ACNaOH (4 3 2. 0 6 5 K/V) SrS&to bfc n ^^^tiTT'- life 
3S^ELfc 0 *g$:£^SU 2 0 0 5 y y jy h/V©*S:i8fln bfc. 2 0 0 

5 y y 3, h/uos?cc^/U3i— f/^2»U 7Km^{-AHfc 0 ;Jc*tt«£1fc 
^IHC 1 SStJpH 6 icm&4kl,tc 0 mi&& 3 0 0 5 y y y h/KD^xf/l,x 
— 7vw-C2IUi*Wbfc„ 7vwjf££i«>, M g S04t*«U ^SrlNc 
U 2 7. 0 0^7A (7 5. 5%) ©M?:^?)^;^ Lt#fc t iH 
NMR (CDC 1 3 ) 5 3. 2 4 (s, 1 H) , 3. 80 (s, 3 H) % 3. 9 
9 (s, 2H) , 6. 81-6. 87 (m, 4H) , 7. 09 (d, J_= 8 . 7 
Hz, 2H) , 7. 2 3- 7. 3 3 (m, 1 H) 
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Ig3a 2, 1, 3 -7° 1^/^^^^-—/^-^-^ 

Tir h V/ Ky-^T^f ^l&tcffiTHF (7005!I!)yM 
/l^n^®? (T/W K y -yf~ 15 0^7^, 0. 5 5^) ©lf#^i(-> i&£ 
^- 2 0°C7!;S0 o C<D^-eii^L^^^L AH (1M THF) ©6 6 2 ^0 
j'b/^-i^oiiPlfc. sjc&StM-c- Sft*#bfc 0 ^^-2 0°C(c^*p 

u 4 o ^ y y v h/KD7j<, 8055!)? i o%Na ohW8 o ^ y y 

tb^^X'^tL, JtST-CWBU 9 8. 4^7^ (HX*9 5%) 
yu^^/wi LT#fc 0 -r*;*^ h/bi^n Kyftt/*-^yNMRX^7 h 

[0 3 2 9] 

ig 3 b 2^2kM&WMMM2>&M 

HtK^^^^w^ (5 o o ^ y y $/ v/^) $><D2, i, 3-^ 

P/^i?*-^ (IS3 ai»t)#fcl 0 3^7A, 0. 5 4 8^/V) <£>^?££r^ 
*T-C0°CTi»Lfc o fi^Jfcfc&te^;*-^ (9 7. 8^7A, 0. '8 2^ 
) 3 0W«^Ttfc^, 5 #12*1*9 WSfctttfcfe 

, m?-. JPUcgfi Lfc. ^?M^^O°CT-3 0^fi#bri o GCI1 fcH38«Jft 
iSSSL-CV^V^i^Lfc. fI^^7K7KT*2Il]?5fe#b, ^7*7^yt'2 
@^bfc 0 ^WfBSrWEil^^^^A-CttftfcU, Jt?ST"C*ttU 128^7 

a (100%) (Di?zf^/um®:muwt&&&&<D*'( s^t ur#fc 0 -r**^? 

H/u (MS) tt\ £/»ofiti££-&Lfc„ 
[0 3 3 0] 

ii3 c 2^f2l^M^^r^ii2lf2k^feMMM^Mb 

6 0 0 5 y y y h/WOT-k h =■ h V ^RXJ^^mTX^m^M bfc 5 0 0 ^ y 

y 5/ h/U(7>7K^Oi^?VU^ffi^@^ (1^3 b 7)>lb#fc 12 7. 5 ^7^, 
0. 5 4^u) (D^^m^x-^^ (III) (1^7A) Jttfifla**!* 
thy (2 3 3t , 7^> 1. 0 8*;v) Sr^DUfCo KJtfcS:— llfelft#U ^ 
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Wi&3 0 0 5 V V y h/KOai— ^/u-CttttJb, 3i— Tj^m^y^^^x^m 
K'SIL, 133^7^ (9 7. 8%) O^^f/HWIIrt^/VtLt 
[0 3 3 1] 

2 7 0 ? y y 2/ b/^(D2 7. 0 (1 0 8. 7 3 ?U^) 

iffi (1 0 8. 7 3 ^!)^) 4>©4. 3 5 i/7A©6 0%^l:t h U 

'mzo o cT*mu\^tz 0 tf*&£.&w±^tcm, 29. 94^7^ (119. 60 
^y^) w^/f/nwifi (x@3c^b#fc) «:o tress* u 10^ 
«£-*«rSH&*-ciaa, -nfe«#ufc„ ^M?IL2 0 0 y y 

, 2 5 ^ y V y V/\s<nmim%:Wm\^, 2. OM^t^U — Sfcotsfc Lfc 0 
o try- yu-3-t Kn^v'7'Df;^;U7^ K£ 8 

ZtizmisXi/V #>f/Hrw Y>?7-7 4 (Waters, Prep500) SrfflV^-CflMKU 

3 3. 0 0/7A (7 2. 5%) (D&J&m&WRttJA'k UT#fc 0 1 HNM 
R (CDCLs) 0. 90 (t, J_=7. 1 Hz, 6H) 1. 14-1. 3 

4 (m, 12H) , 2. 82 (s, 2H), 3. 48 (s, 2H), 3. 79, 
(s, 3H), 4. 10 (s, 2H), 6. 77-6. 92 (m, 4H), 7. 

0 9 (d, J_-8. 7Hz, 2H), 7. 41 (dd, ±=8. 7 Hz, 5. 7 
Hz, 1 H) 

Ig5 xfyf t?- D yf /j:7 U 3 - b Kg »->/p gVvg/ufrjf; 

1 !J -7 h;K7)IjWf V>^©2 0. 0 0^7^ (4 7. 7 8 5!)*/V) ©3 
- t Kp^^d ^^/U7 -f K (IS4 W«#^f- 3 1. 50^ 

7A«96% (1R) - (-) - (8, 8-^PP-l 0-7^^77 

tJn^/U) ^-^rihv?y (1 0 0. 3 4 5 y ^E-/K TVUKy 3^) ^ 2°CT'^P 



(246) 2002-519418 

@^:^5SiJb-^^^W^K^T-CMbfc 0 a^^^Srl 5%^^ 
^/^^ty^ffltT->y*y^7^ (Waters, Prep500) ^fflV^Tlflt 
,19. 00^7^ (9 5%) oxtyft^-y Ko 
fcVW^tf^v' K&SSfe^'f A't LT^fc 1 HNMR (CDCLa 
) 0. 8 2-0. 9 8 (m, 6 H) 1. 16-1. 3 2 (m, 1 2 H) , 2. 

29 ( d , J_=13. 8Hz, 1 H) , 2. 77 (d, 1=13. 5Hz, 1H 
), 3. 45 (d,X= 12 - 3Hz * 1 H) > 3 - 69 (d,X=12. 3H 

z, 1H), 3. 79 (s, 3H), 4. 02 (q, 1=15. 6Hz, 1 H) 
, 6. 83-6. 93 (m, 3H), 7. 00 ( d , J_= 8 . 1Hz, 2H), 

7. 18-7. 2 3 (m, 1 H) , 7. 9 9-8. 0 4 (m, 1 H) „ ^Vf- 

*^-mmi*s%^? y-^/^v^zfe&Wik tt^ut (r, r) -wh 

[0 3 3 2] 

XfM6^-7-^^^-^— y yf&7!)-;v- s-Zp^t-^y^^vK^ 

2 o o 5 y y s/ h/w^^f/^^^i/ k^o 13. 27 ?7J*<d h y ^ 

,U7 ?y (131. 16^y 7VW K y s^) O 19. 00^7 

A (4 3. 7 2 ^^) © 3 - t K n t>X/^^-> K (Ig5A>b 

«#fc) ;&.TJ*2 0. 9 6^7AO£Mk°y^(13 1. 16 5!)^K 7 
/i/Kyyf) SrM-eaSJDbfc. 4 S^WUfcm, 5 0 0 5 

y y y h;\s<Dfo*U&mzmto u i£v^ < it#b/-c 0 js-^tssrs o o 5 y y 7 

0 0 5 y y y hsWsV *y^*7i> (Waters, Prep500) $rii CT^ii 1 
7. 3 0^7^ (9 1%) oxf^f^-!) <C7y-/U-3-l: Kb* ? / 
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[0 3 3 3] 
[i28] 

"A NMR (CDCIJ 5 0.35-0.95 i-T., S3) , 
1.11-1.17 (m, 4K) , 1.21-1.39 (m, 4K) , 1.59-1.75 (m, 
43) , 1.39-1.93 (si, IK) , 2.57 Cd, £ = 14.1 Hz, LH) , 2.91 
(d, J = 13.3 Hz, 1H) , 3.79 (s, 3H) , 3.97 (d, J = 15.9 
Hz, 13), 4,12 (d, J - 13. S Hz, IK) , 5.34-5.39 U, 3H) , 
7.03 (d, 3.4 Hz, 2H), 7.13 (di, J = 3.4 Hz, 2.4 Hz, 

IK), 3.02 (dd, J - 3.7 Hz, S.7 Hz, IS). 3.43 (s, 13). 

4R, 5R) CD^fti 

- 1 5°C<7)3 0 0 5 !J J) -7 h/W^HTH F cf ©^t yf tv- !J yf^TU 
— /w- 3 -^n/^— /w^afc*-*;/ K (I*I6^<b#7c) <0«^iSSft^a[3|fT"C 
THF (1. 2^*) <^CQ4 8 5 y y y 1 . OM^DHt-yh^ 

KSrSSSDUfeo 1 5 < C"C4mrWH»#Ufe. 1 0 0 5 V V y b/^<D 

*-CRjtSSrfltJhb, Ott'4 ? y y y h/KOSHC 1 "C^fObfCo THFil^^- 
iU MgS04±T«U ItaT-CWHtfc. xfyf^-yyfirf 
7 t K^y^/f xt°y- l - t^f-> K (4R, 5R) 1 5 %g^^^^yw/^^- 
fy M Lt-> !) n-r h ^7 7 (Waters. Prep500) oTMM 

U 13. 4 4^7^ (7 7. 7%) 0>£jft*4r Utftfc. 
[0 3 3 4] 
[m2 9] 
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"d NMR (CDCI,) o 0.S7-0.9? (m, SH) , 
1.15-1.32 (-, 43} , 1.34-1.43 (m, 43) , 1.50-1. S3 (m, 
4H) , 1.35-1.95 (m. IS) , 2. S3 (d, J = 13.0 3z, IS), 3.00 
(d, J = 13.0 Hz, IK), 3.35 (3, 33) , 4.00 (s, IK) , 4.43 
(s, IS), 5.52 (dd, J « 9.3 Hz, 2.4 Hz, IS), S . 34 (d, J 
= 9 Hz, 2H) , 7.13 (dZ, £=3.4 Hz, 2.4 Hz, IS), 7.33 
(d, J - 8.7 Hz, 23) , 7.32 (dd, J = 3.7 Hz, 5.7 Hz, IS). 

jr^_K (4R, 5R) (P-a-fife 

i 5 o 5 y y y h/Koa^^f 3. 01. 07^^ 

,u) ©m-j-^^-v— y y^ft-r h7t K^^y^^fv-- 1 -t^V K (IS 

i (3 7. 2 8 5 y Si gma) £ 0 tt«D bfc 0 0 °CT' 2 B#^}»# Ufc^ 

. »-&fftSrM^ffl*?>, 4B£fHm#Lfc 0 5 0 5 y y y WK&fi&fPNa 2 SOa 

Srta-s-fKwf^tsspu, 3 o^wfli^Lfco o 5 y y y h/w^iafpNa 

HCOs SSrCffn Ufc. ±k^^^JS£#HtU MgS04±T«U * 
STt*SIt> 13. 0 0^7^ (9 7. 5%) yf*f b 

7tKo^y^fxtfy-i, l-^t^>K (4R, 5 R) SrflMlfeiafrt 
bTttfCo 1 HNMR (CDC la) 5 0. 8 9-0. 9 5 (m. 6 H) , 1 . 
0 9-1. 4 2 (m, 12H) , 2. 16-2. 26 (m, 1 H) , 3. 14 ( 
q, 1=15. 6Hz, 1H) , 3. 87 (s, 3 H) , 4. 18 (s, 1 H) 
, 5. 48 ( s , 1H) , 6. 54 (dd, 1=10. 2Hz, 2. 4Hz, 1 
H), 6. 96-7. 07 (m, 3 H) , 7. 40 (d, 1=8. 1Hz, 2H 
) , 8. 11 (dd, 1=8. 6Hz, 5. 9Hz, 1H) 

lig 9 xtyf^-!)yf-^7- (^f/V7^7) f h7b Kp^>/ 
^nfcT^-l. X-fJUr^sY (4R, 5R) <D&f& 

^S^t0 7 3 5 y y jy h^©5?^f"^7 5 > (THF^2. 0M, 1 
46$y^) ^(D13. 00^7A (2 8. 9 8 5 D ^/l') C0zn-^>"^^-=r — 
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y-y^rF^tK^y/fxfy-l, (1*18 T^Mtfc) 

<nw&\z. 2 o ? y y y yjv(d*j* f-z^T 5 >&mm vtc 0 m-sm^m u 1 1 
o ^ y y y h/Kz>»»3i^HJi»#u, i o o ? v v y h/Kz>7k-ei5fc#u M g 

y # y/P^7 7 A (Waters. Prep500) _kTi*§H--5 IK*12. 43^7^ (9 
0. 5%) <D 7- (i?>f^7 5/ ) rh7tKn^y/fit°y-i-l-^ 
-r^-^rv'K (4R, 5R) Srifelfrt UtUfc. 

[0 3 3 5] 

[f30] 

fix?, (cdcij 5 0.37- 

0.93 (m, 6K) , 1.10-1.63 (m, 12K) , 2.17-2.25 (m, IK) , 
2.31 (s, SH) , 2.93 (d, J - 15.3 Hz, IK) , 3.15 (d, J = 
15.3 Hz, 1H) , 3.84 (s, 3H) , 4.11 (d, J - 7.S Hz, IK} , 
5.43 (s, IK), 5.99 (d, J = 2.4 Hz, IK), S .51 (dd, J - 
3.7 Hz, 2.4 Hz, IK), 5.34 (d, >T = 3.7 Hz, 2H) , 7.42 (d, 
£ = 3.4 Hz, 2H) , 7.90 (d, £ = 3.7 Hz, IK). 

D^7A±©=3f7^HPLCCiot 7 8 i^SISt^N"* <t#:^ 

<h Ltfffi Lt=Jr7/^y^AD*7A±©*7^HPLCtJ:o-C^LfCo 
itttt, 9 6%<D^-7-^^^— ifi*J$r£ir£^U 1 <0J£fcti ^ 7$s±ft£ 

[0 3 3 6J 

Xm 10 : 5- (4' -y h^r'>7m-/V) -7- (^f-;l/7 LZ) Z 1" 
7t Kp^y/fxfy-i % 1 -v^^v^ K (4R, 5R) (P^^f/Hb 
- 1 0°CC0 5 0 OmLCD^-ft^ ^U->' c f 3 t04 7 g (9 9^^) 
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(250) 2002-519418 

^v/K (XfS9T'#btLfc) =£:ik*Vm (2 9 7mL, Sft^f^^^O 
1M, 2 9 7 ^^) dll 1B#RB (-5lC3J»5)Ot) ^ 

^_ T-f^*m-"t^£PU 3 0 0mL©*t^>o < «9 i^ih^itfCo 

^t^lOt^ife, £ ibfC 3 0 OmL<DmnMi%m-r b V -7^T?#IRU 

-a-^^^^p^-frfeo 7M£$Ul£#8tU 3 0 0mL©nwfw-yT"ttajU * 

bfrtci&tiiWtZ 2 0 0mL(D7j<, ^7^^)11, Il-7^->?AT^fJ 
X^TTiii*f?B£ii:7c 0 ^^^1^:5 0 0mL(D^ixf/K«$^ 5 0m 

L^Ksm-e 3 o 7>r^ta«^*fc 0 m-a^sr 200 m l^tkt* 2 0, 2 0 

MnP B £-fr-C % 3 7. 5g (8 2%) ©PJri®5- (4' -tKn^r->7x^/l/ 
) -7- (^^7?;) 7h7tFP^y/fxtV-l, 1 - 

[0 3 3 7] 
1^31] 

l H NMR (CDClj) 5 0.84-0.97 (m, SH) ,.1.1-1.3 
(m, 10H) , 1.57-1.72 <m, 1H) , 2.14-2.28 (m, IK), 2.83 
(s, 5H) , 3.00 (d, J = IS. 3 HZ, IK), 3.16 (d, J = 15.3 
Hz, IK), 4.11 (S, 2H) , 5.48 (s, IK), S.02 (d, <J = 2.4 
HZ, IK), 6.55 (dd, J = 9 , 2.4 Kz, IK), 6.88 (d, 8 , 7 Kz , 
2K) , 7.38 (d, J = 8.7 Hz, 2H) , 7.91 (d, J - 9 Kz , 2K) . 



ifcSV^MU 5^*5- (4' — t Kp^V7i-/U) - 7 - (v? 
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(251) #^2002-519418 

(Ig8iWTX*fc5^ 2, 2«©mCPBA) T*$Mfc£« 
tlH^#T) l£"CfTV\ 7ir5 5- (4' -t Kp^t->7x- /U) -7- (v^ 

my-7f^5- (4' -tKn^7i=/V) -7 - 7" 

[0 3 3 8] 

It 1 1 : J^f^foffljfcg>f^ 

10mL©^f/^/^7^ K^iDl. Og (2. 18^^) ©5- ( 
4' -t Kn^i/drv'7xx;l/) - 7- (^^^7^/) f h?tKtJ'<^ 
^cbfix-l, l-^drv'K (IglOCTAf) 6 0mg (2. 

385!) ^/U) CO 9 5%<D7kmik-T h V &2»&w&av. 1 o&m&W£-&ti 0 -t 

©S)SSMt40 0ML (2. 5 2^; K/U) ©^>v?;V2-7'P ; e7tf- 

1. 3 0 g (9 8%iRi) (D^X7-^ffli$$:&tc 0 
[0 3 3 9] 

0.33-0.34 (•-, Sr.) , I. 13-1. 4 5- Cm. I0H5 , i. 50-1.54 (ti, 

i;-:; , 2.20-2.24 <;.-, 1:-:), 2.31 (s, sh) , 2.00 (d, j- = 15.1 

Hz, I:-:), 3. IS (c, J" « 13.1 Hz, 1H) , 4.11 (s, 1H! , 5.23 
(3, 2S),'5.49 (5, IK) , 3-04 (d, J" - 2.4 Hz, IS J , 3.53 
(dd, J" = 3.3, 2.4 Hz, IS), 3.33 (d, u = 3.7 Hz, 2H) , 

7.37 (3, Sr.), 7.42 (d, u - 3.5 Hz, 2H) , 7.33 (d, J = 

3.3 HZ, IS) . 

4 0 mLWx^ /— /ucfa<7) 1 . 30 g (2. 1 4 5 U ^yl/) (D^^fJ^^W 
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(252) 2002-519418 

(XSlt--CA^) ^it*©10%^7^!>At% 7K*^^ (40ps i) # 
HmT-C% 3fl#rattS£-ti:fc 0 b&^T^i&U 

[0 3 4 0] 
[^33] 



tup 113 - 123 =C; rl MM?, 
(CTCij; 5 C. 3S-0. 54 {-., s'H) , 1.15-1. 43 I5H} , 1.51- 

1.55 ( .T. , IS) , 2. 17-2. 21 (m, 1HJ , 2.35 (s. SH) , 3.C2 (d, 
J" = 15.1 5:, IS) , 3.17 (c, J" = 14.9 Hz, IS: , 4.12 (s, 
IS), 4.72 (5, 2S) . 5.51 (3, IS) , 5.17 (5, IS), 5.74 (d, 
S = 5.1 Sz, IS), 5.53 (d, J - - 3.3 Hz, 2S) , 7.45 (d, J" - 
3.5 Hz, 2S) , 7.5 7 (d, J . 3.7 •:, IS!. 2WS . }{-£ 
C la K, a NO,5: 513.2575. : 313.2559. 

ffij 1 4 0 3 

10 3 4 1] 
Hfcl 2 7] 




(4R-v/7) -N- [ [4- [3, 3-v?^^-7- (^W?/) - 
2, 3, 4, 5-7h7kKD-4-kKa^->-l, 1 — \/jr*r~s Y— 1 — ^ 

lOOmlTthyt, 6. 4g (13. 9 $ y ^A-) ©5- (4' -tKn 
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(253) 2002-519418 

^->7x-;u) -7- (v^^^T^ /) fb7t 1 
-i^-^v'K (#U 4 0 2, X^l OT'A^bfctj^) *5J;I^2. 9g (2 1. 

o^y^/u) co^^^y^Afc 3. 8 g (2i. o5;y^-/u) on- (^dd 
r-fe^/w) ^y^yxf/n^f/^it/somg (o. H^y^) <oa- 

aters Prep-50 0) <£ 5tST* fi-fe^ i: U7. 5 g (9 0%) 

[0 3 4 2] 
[H34] 



NKH (CDC1,) 5 0.35-0.93 (a, SH) , 1.04-1. 55 (cn, 12 H) , 

1. S3 -1.71 (m, IK) , 2.14-2.23 (m, IK), 2.72 (s, SH) , 

3.03 (A3-, = 15 . 3 Hz, J" = 43.9 Hz, 2H) , 4.05-4.19 

(C7., SH) , 4.25 (q, J" = 7.0 Hz, 2K) , 4.57 (s, 2H) , 5.50 

(s, IK). 5.93 (s, IK), 5.55 (d, J" = 3.5 Kz, IK), 5.93 
(C, S = 3.5 Hz, 2H) , 7.17 (s, IK), 7.4 7 (d, J" » 3.3 Hz, 

2H) , 7.91 (d, J = 3.7 Hz, 1H) . 

Xg 2 : ^?(7>-a-^c 

6 0mL©THFfci()!6 0mlO7Rt»7. 3g (12. 1 % }) ^ >V) <D ( 

1M l <t <9 A^bfc) ^y^/yxxf/v^Mil. 5g LiOH-HzO ( 
3 6. 3 5!J^) <D?^M?:2B#^4 5°C*-trAPiabfc 0 ' tb^^V>T-JH3aM 

<D3gJH{bl^ 5 . 4 5 g (78%) £#fc 0 
10 3 4 3] 
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(254) 



tftWt 2002-519418 



l H NMR (CDjOD) 5 0.83-0.98 (m, 
6H) . 1.06-1.56 (m. 10H) , 1.70-1.84 (m, 1H) , 2.06-2.20 
(m, 1H) , 2.79 (s, 6H) , 3.11 (AB q , = 15.3 Hz, j« 

21.6 Hz, 2H) , 4.01 (s, 2H) , 4.07 (s, 1H) , 4.61 {$, 2H) , 
5.31 (s, IK), 6.04 (s, 1H) , 6.57 (d, J = 9.0 Hz, 1H) , 
7.03 (d, J = 7.8 Hz, 2H) , 7.44 (d, J = 8.1 Hz, 2H) , 
7.76 (d, J- 9.0 Hz, 1H) , 8.42 (m, 1H) . HRMS (ES+) 



m 1 4 0 4 

[0 3 4 4] 
Hfc 1 2 8 ] 




( 4 r_^*) -5- [4- [3, 3-v^fvW-7- {V**-frT%/) ~2 
3, 4, 5-ff7tKa-4-th'P^V-l, 1 - i?** *S K- 1 -'O' 

I§1 L J L gj7VV£fj^g3i^ 

MT, 2 5°CX% T-irb^ (lOmL) ^©5- (4' -t Ko^>7x = 
/W) _7_ (^f;V7$7) ff7tKo^y/fi^-l, 
K (1. Og, 2. 2-;!I^K ^J1 402, iSlOtAftfct©) £>i£ifc 
Sr^*K 2 C03 (0. 4 5 g, 3. 3^€;K 1. 5^4) , ^'^5- 
/p^II (0. 88g. 3. 3SU^/K 1. 5^*) fe*tf««E*©'5 l b 
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(255) l&m 2002-519418 

7-n-/f/U7y^!>A3-tt (2mg) ffclL, #ib*Lfc^&&6 5 

TWffiL"C2tfig8©4&£:jgttlLfc 0 7?r>a^P7h^7^- (2. 4X3 
0cm->^, 2 0-4 0% EtOAcAarfy) KlJ: SflHKtd-C. 
iftiLtx7f/^[fflft (1. 2 gl 8 6%) &#fc 0 

[0 3 4 5] 

[i3 6] 

X H NKR 

(CDC1,) 6 0.91 (m, SH) , 1.11-1.47 (br m, 10H) , 1.64 (tn, 
1H), 1.86 (m, 2H), 2.21 < m< 1H) , 2.47 (m, 2H) , 2.81 (s, 
SH) , 3 .05 (ABq, J - 15.1 Hz, J = 4 7.7 Hz, 2K) , 4.10 <d, 
J = 7.9 Hz, 1H), 5.13 (s. 2H). 5.47 (s, 1H) , 6.00 (d, J 
=■ 2.5 Hz, 1H) , 6. SO (dd, J = 8.9, 2.S Hz, 1H) , 6.91 (d, 

J = 8.7 HZ, 2H), 7.36 (m, 5H) , 7.40 (d, J = 8.5 Hz, 

2H) , 7.86 (d, J = 8.9 Hz, 1H) ; HRMS . ff-Jf 

C, 9 K sl NO t S: 650.3515. j}*^ : 650.3473. 



IS 2 : W.(D^$L 

2 5tt% x^;-;U (7. 5mL) ^ (D^XtvI^P^ (o. 99g, .1. 
5^y^K IS1 <t D A^Lfcfco) ©»JK«r&*_k<B5%'<9S?!>.* (0. 
1 5 g, 1 Ow t%) ,£-C*Qs3U oV^-CtK^VW— >£:4KLfcH2 cdMJEET ( 

i sue) mw bfc 0 4 R»M<afesA:i$ra<ara i o #r £ imu** 1 

9 y — ^iib-c^^Lfco r<£>*7 y — &n 2 <z>atarn£«#, ii?rio^ 

IS^M^ILt^^Ufco »-&4fcJft«r-fe9>f h (Ce 1 i t e (3£fSki& 

w) ) dog) (DT'^yzmvxsm^. «£ET^-c»»uxefe?&*#fc- 

775''>a^D^h^77^- (2. 6X25cm'>!)^, 1. 5% E t OH 

/CH2CI2) {as»it\ e^fst u-cmaro^ja-fk^ (o. 54 g , 

6 3 %) £#fc 0 

[0 3 4 6] 
[H3 7] 
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(256) 



2002-519418 



nk= (CDCij) 5 0-90 (m, SS) , 1.10-1. IS (br m, 10a) , 
1.52 (m, la), 1.37 (m, 4H) , 2.20 (m, 1H) , 2.45 (m, 2H) , 
2.81 (s, SK) , 3.05 (A3q, J" => 15.1 Hz , J" = 43.7 Hz, 2a) , 
4.00 (s, 2a) , 4.09 (s, IK), 5.45 (s, la!, 5.99 (d, J" - 
2.4 Hz. IK), S.4a (dd, J = 3.9, 2.4 Kz , IK) , S - SI (d, u 
= 3.7 Hz. 2a), 7.39 (m, 5H) , 7.39 (d, J" = 3 . 3 Hz, 2a), 
7.S4 (d, J = 3.9 Hz, IK) ; KRMS . ff^ Cj.K, s NO,S : 

5 SO. 3 04 6. : 550.3 0 43. 



(4R-^) -4- [4- [3, 3-^^/^-7- (^W^/) -2 
3, 4, 5-7" b5t Ko-4-k Ko**>- 1, 1 -v^^v" K- 1 -^<v 

lfT2 5^ Tir (3 5mL) ^©7. 4g (16. 1 5 V ^AO <D 
5 _ ( 4 ' - t KD^i/7i=;V) -7- Th7tK0^ 
l-i?*df-^K (0111 4 0 2, Igl Ot'A^tfct©) (DM 
«^«5l5R»*yfA (3. 3g, 2 4. H^/K 1. 5 4**)*5.fctM 

4 _y^y^;H>> (2. 5mL, 2 4. 1 5 V 1. 5^*) i-T^S 

^2 5°C^T*^*P$-yr. 7K (5 0mL) SrJDjt* w fc-CAJfr Ufco 58^t?SSfe^ 



ffij 1 4 0 5 



[0 3 4 7] 
[ftl2 9] 




S0 2 NH 2 
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(257) m^. 2002-519418 

0#P^±0°C£T-i££|]bfc4NcDHC l*MTLtJ»tfc, ^ 

tLT8. 8g (9 2%) <Z>S*LV^/U^VlfeS:MttJU7to ^©fifeH^- 

*^?3r#7c 0 m P 229-236°C 
[0 3 4 8] 
[^38] 

"H iMMK <CMSO-d s ) o 0.32 (m, 5H! , 1.C2- 
1.23 (ar tr., I OH) , 1.59 (m, IK) , 1.72 (m, 4K) , 2.0G {3, 
IK) , 2.43 (ci, 2H) , 2.71 (s, SH) , 2.33 (s, IK) , 3.3 5 
(s, IK), 3. S3 (m, 2H) , 5.0a (S, IK) , 5. a 9 (s. IK) , 
o.32 feci, J" = a . 3 , 2.4 Hz, IK), S.92 (d, J" =3.3 Hz, 
2K) , 7.29 (d, J" = a . 1 Hz, 2K) , 7 . SO (d, J" = 3.3 Hz, 
IK) ; TC^^W. ft-Jf C J0 K <s NO 7 5,: C, 50.48; K, 7.51; N", 

2.35. : C, SO . 33 ; H, 7.70; N, 2.42. 

Xjg2 : 7- (^W^y) -^<>y^^b°>--5 — f/U] 7x/»->- 

lOmLWCHzChtWl. 12g (1. 8 8 5 V ^e/U) tf> (It 1 T'A 
#b7c) ^/l^^^D^M^, 7 8 5mg (3. 7 7 5U^) PC 1 5 ?rM 

. i n#ra*# bfc„ *stJoa. a^wsrftbmu ^^-ci$fc#b7c 0 M g so 

0. 5M NH3^7)Pxi, 1 6 PfrWiJH* Uii. ttJStt&ttifiU *«ES:JK5S** 
fdo MMMPLC (^^•^^4 1 3 3% EtOAc) laotfllU 

^^.fes^i: vxmm<Dmmik&m a 2 5m g> 11%) 

[0 3 4 9] 
1^39] 
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(258) 



2002-519418 



l H NMR (CDCI,) 5 0.35-0.93 
(m. 5K) , 1.13-1.35 (.tv, 10H) , 1.50-1.57 (m, IH) , 1.94- 
2.20 (ra, 3H}< 2.32 (s, SK) , 2.95 (d, J = 15:3 Hz, IH) , 
3.15 (e. <J = 15.3 Hz, 13), 2.23 (-, 7.7 Hz, 2HJ , 

4.03 (c, J - 5.3 Hz, 2H) , 4.03-4.10 (tn, IK), 4.75 (a. 
2H), 3.47 (s, IK). 5.02 (d, v7 =» 2.4 Kz, IS). 5.52 (dd, 
J - 3. 9, 2.5 Kz, IH) , 5.91 (d, J = 8.9 Hz. 2H) , 7.41 
(d, a = a. 3 Hz, 2H). 7.39 (d. J = 3.9 Hz, IK). SHMS . 
W-Jf CjA^-O.S, : 555.2375. »A : 395.2874. 

ffj) 1 4 0 6 

[0 3 5 0] 
Hfcl 3 0] 




(4R-^) -1- [3- [4- [3, 3-^^-7- (^W?; 
) -2, 3, 4, 5-f h?tKB-4-tKP^-l, l-v ? ^}-^v'K-l 

Tfc'v^n [2, 2, 2] (&) 
111 : v^^>W^Pf#^ 

5 OmL h y ai^/UT 5 ^*5«tO { 2 0 OmLlft^f W^f©5. Og (65 
7 > ij^/V) 3-7"n^y^t-^iPLfc (-2 0°C) 1 

5. 8g (13 7. 9 5 11^) <oWfc* #i/^)Vib=- jv&MX.tz.o 1&&Wi&3 
oftm&W^. OV^T?»3ZZfflaE*-CI»«>, i^W7-feT-bi 1NOHC 1 

XflliHgb-C, lP|^ffe^^fciittl3. 5g (8 9%) 
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(259) ^ 2002-519418 

!H NMR ( C D C L 3 ) 5 2. 12 $> h % J = 4. 5Hz, 

4H) % 3. 58 ( s % 6H) . 4 . 38 (t, J = 5 . 4Hz) c 
[0 3 5 1] 

Jim 2 : 

5 0 mLOrt h >"£CD 2 . 4g (5. 2 5!l : t/W CD 5 - (4' -tKo* 
-7- rb7t Kn^y/fit'y-l, 1- 

^^-*'>K (#ijl 4 0 2, T.U 1 0X'A^l,tch<D) te£Xf6. Og (2 6. 1 

^y^e/w) ©^-yy-hW (igi «t v A^Lfcto) M3. 6 g (2 6 
"e«5a®**-e^*PL,, j*2rFi£-c»«bfc. a^Sr^/wr-tr^- h*3«tu« 

lalilfc, 3 6%^^-y^rirr— h/^l^&JB^fc^ y #^1^ n-r h 
^77^- (Waters-Prep 500) iCi-SMiT', 6fe?&<t LT 2 
. 8g (9 0%) <DZfu M'/V* bzpfflfc&mtiil'tlo 

[0 3 5 2] 

1^40] 

: H NM?. (CDClj) 5 0.35- 
0.35 (rn, SK) , I. 05-1. 52 (en, LQK) , 1.57-1.70 (m, 1H) , 
2.14-2.32 (m, 3H) , 2.34 (s, SH) , 3 . G2 (s, 3K) , 3.03 
(A3,, = 13.0 Hz, J* = 43. 9 Kz , 4.09-4.13 (en, 3H) , 

4.4 3 (i, J" - 5.0 Hz, 2H) , 5.4 9 (s, IK) , 5,11 (3, 1H) , 
S.S5 (d, J" = 3.7 Hz, IK) , 5 . 94 (d, J" = 3.5 Hz , 2H) , 7 . 43 
(d, J = 3.5 Hz, 2H) , 7.94 (d, J" - 9.3 Hz, 1H) . 

20mLt»l. 2g (2. 0 * !) <DZfu \?JV* h •PWfr (IS 

2 ^ibA^L/c *><£>) <D^^(^0. 3g (2. 9^!J^) ©1, 4-v f Tiffc* 
v^n [2, 2, 2] t7^y (DABCO) &Mx.tc 0 KJSJB^fKS: 3 R$RI] 6 
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(260) mn. 2002-519418 

i//^ J v3L-7-jvx~<Dffimz-&z>nmx^ ewati. 3 g 01%) 
(Dmm.(ommit^^tc 0 m P . (dec) 230-235 °c 0 

[0 3 5 3] 
[^4 1] 

l H NMR <CDCl,) 5 0.8S-0.95 (ra, SH) , 1.04-1.52 (m, 10H) , 
1.57-1.70 (m, IK), 2.12-2.25 (m, 3H) , 2.28-2.39 (m, 
2H) , 2.83 (s, 6H) , 3.04 (s, 3H) , 3.09 (AB,, = 15.6 

Hz, J = 42.2 Hz, 2H) 3.22-3.32 (m, SH) , 3.5S-3.6S (rn, 
6H) , 3.73-3 .83 (m, 2H) , 4.06-4.17 9m, 3H) , 5.47 (s, 
1H) , 5.97 (s, 1H), 6.51 (d. J = 8.6 Hz, 1H) , 6.90(d, J 
= 8.6 Hz, 2H) , 7.41 (d, J = 8.7 Hz, 2H) , 7.89 (d, J = 
8.9 Hz, 1H) . MS (ES + ) m/e 612.4. HRMS (ES + ) f+lfc 
CH^NjO.S*: 612.3835. : 612.3840. 



M 1 4 0 7 

[0 3 5 4] 
[ftl3l] 



Me 2 N 




(4R-^) -1- [3- [4- [3, 3-vW7vU-7- 
) -2, 3, 4, 5-fh7t Ko-4-t Kn^V-l, 1 - v^^r 5/ K~ 1 
— <^^/^t Q ^- 5-^/H 7x/df->] 7°a t°^] -4-Tlf- 1 —Tl/=- 
[2, 2, 2] 2f-^*>\ 4-p<^vW<^if ^^/l^^ (*) 
X*§. l_L2lE bVk b ^~ l^iMtl 

liT2 5°CT% Tirh^ (10 0m L) *<7) 5 - (4' - fc Kb^>7x = 
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(261) 2002-519418 

M -7- (i/^^/UT^y) f h7k Kn^y^fxify-i, l-i/sf-*^ 
K (5. 0 gl 10. 9 5 y^r/K 0iJl 4 0 2, Xfl 1 0 T'A# Lfc <b <£>) 
»*K2COa (3. 8g, 27. 2 ^ y ^&/K 2. 5 *5 1 , 3-7° 

n/^>v?^— /Ui?- p - hv^I/— h (13. Og, 3 2. 3. 0%£ 

, i^EtOAc (15 0mL) ^^?Ufc 0 ^WtM SrlSftJ^KfPN a H C O 
3 (2X150mL) joit^iafOTK^qN aCl (2X150mL) Tifti^ U 

(MgSCU) SSTttllL, ^V^u^£,$3£m£Lfc 0 7^ 
yv'a^DvF^y?^- (4. 4X35cm i^V^J, 20-30% EtO 

Ac/^ty) ic£ affiant- a fe?ft<h u-c^c tr/u h->i/- h^mfc (6. o 

g, 80 %) Srjgffi Lfc 0 
[0 3 5 51 
[^42] 

NMR (CDC1,) 5 0-91 (m, 6H) , 1.11-1.47 (br m, 10H) , 1.63 
(tn, 1H) , 2.14 (m, 2H) , 2.21 <m, IK), 2.41 (s, 3H) , 2.31 
(s, 6H) , 3 .06 (ABq, J = 1S.1 Hz, J = 49.0 Hz, 2H), 4.01 
(C, J = 5.3 Kz, 2H) , 4.10 (m, IK), 4.26 (c, J = 5.9 Hz, 

2H) , 5.29 (S, IK), 5.48 (s, 1H) , S . 98 (s, 1H) , 6.51 
(dd, J = 8.9, 1.8 Hz, 1H) , 6.83 (d, J = 8 .4 Hz, 2H) , 

7.30 (d, J = 8.1 Hz, 2H> , 7.39 (d, J = 8.3 Hz, 2H) , 

7.78 (d, J - 8.3 Hz, 2H) , 7.88 (d, J = 8.9 Hz, 1H) . 

^^T2 5°CfcT, Tirhrzhy/w ( i5mL) ^(D^p fcVP h is V— h ffl 
#(l,05g, l. 5 6^y^-/K Igi J; «9 A^bfctco) s^r if 

v^;7n [2, 2, 2] Hr9 9^ (DABCO, 0. 26g, 2. 34^!)^ 
, 1. 5^4) 6B#P^50°C^T, oV>f 1 4 BfPeH 2 5 °CKXmW U 

fe 0 ^^116^1^2 5^^^ ^J±T(--C^b, ilfiM^iffit 
fc 0 i^l/M«CH2Cl2 (5mL) l-i£fl?U 4B$M*U< 8H*bfc 
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(262) ^2 0 0 2-5 1 9 4 1 8 

#&Et20 (lOOmL) KT#JRU ^OWH-efeH^ftMBEb/t. -©6 

fem^^lHlilxL (Et 2 o») , Sfe^iSWHtti LT^3©*«fls-&W (l 

. 1 1 g , 9 0%) S:#fco m p 1 3 6 . 5 - 1 4 2°C 
[0 3 5 6] 
[*4 3] 

l K NMR (CDClj) 5 0.89 (m, 
6H) # 1.12-1.43 Cbr m, 9H) , 1.61 (m, 1H) , 1.65 (m, 1H) , 
2.18 (m, 1H) , 2.22 (m, 2H) , 2.27 <s, 3H) , 2.78 (s, 6H) , 
3.07 (ABq, J * 15.1 Hz, J" = 39.5 Hz, 2H) f 3.49 (br s, 
6H) , 3.68 (m, 1H) , 3.74 (br s, 6H) , 3.96 (br s, 2H) , 
4.09 (d, J » 7-;3 Hz, 1H) , 5.46 (s, 1H) , 5.96 (d, J" = 
2.4 Hz, 1H) s 6.49 (dd, J - 8.9, 2.4 Hz, 1H) , 6.83 (d, J 
- 8.5 Hz, 2H) , 7.11 (d, J = 8.1 Hz, 2H) , 7.40 (d, J* = 
8.3 Hz, 2H) , 7.74 (d, J= 8.1 Hz, 2H) , 7.87 (d, J m B . 9 
Hz, 1H) ; KRMS . %\% C M H H N,0,S : 612.3835. Jg^ : 

612 .3832 . 

W 1 4 0 8 

[0 3 5 7] 
[ftl3 2] 



o o 




(4R-^) -1- [4- [4- [3, 3-^7^-7- (-^^7 5/ 
) -2, 3, 4, 5-f b9t Ko-4-tKo^-l, 1— 1 

t^y^-aibr^- 5 -> f/W] 7x/^>] ^fvH -4 -TIP- 1 -TV— 7 

tTv-^ D [2, 2, 2] &9#Zs* ^^^/Wfr^Sfc (£) 
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(263) 2002-519418 

2 0mL<DT± h^*P<D5 - (4' -t Kn^v'7x^) -7- (v^ ^vU 
75/) X h7 t Kn^'/fxtfy- 1 , l-v^^i/K (^1^1 4 0 2, 
IS 1 0 <fc 9 AftfcfcO) 1. 00 g (2. 1 8 5 y ^ ^) „ ^/l/77^2 
. 6 8 g (10. 8 8 5 U^r/W) % 7^1. 50g (10. 88 

mm®)*: 3 0 m L ©xf/U7ir7- h t-J§A¥ bfc Q 7&4fe@ttS:Wl , 

■v^ 7 au 3 0%^^/i-rirx— h/^^-7-^tcr^tB e Lt 
i . o 2 g (77%) (nzf^jv* i/u— b cpmfo&ntco 

[0 3 5 8] 
[^44] 

l H NMR (CDClj) 5 0-90 (m, 6H) , 1.20-1.67 
(m, 12H) , 1.98 (m, 4H) , 2.22 (m, 1H) , 2.83 (s, 6H) , 
3.04 (s, 3H) , 3.08 ( ABq, 2H) , 4.05 (t, J= 5.55 Hz, 
2H) , 4.11 (d, J = S.90 Hz, 1H) , 4.35 ( t , J = 6.0 Hz, 
2H) , 5.49 (S, 1H) , 6.00 <d. J - 2 . 4 Hz , 1H) , 6.52 (dd, 
J. 9.0 Hz, 2.7 Hz, 1H) , 6.93 (d, J = 9.0 Hz, 2H) , 7.42 
(d, J" » 8.4 Hz, 2H) , 7.90 (d, J =» 9.0 Hz, 1H) . 

Ig2 : xXf/^^FIf <PM 

1 OmLCDT-t b y/H*><£>5 2 Omg (0. 8 5 5 V ^r/U) -f^-jV* */ \s 
— Y*?f$lfa (TMlX*A^\^tch<D) *5i:T^l 9 lmg (1. 71;y^) D 
ABCOWi^S 0 < C^-C4NFrpW#b/to S^S^^^JIT^T^U, 

J: 6 5 4 0 m g (88%) <Dj5rM<D^M^^£#/c 0 
[0 3 5 9] 
[^4 5] 
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(264) 



2002-519418 



rap 243-251 °C; H NKR (CDCi,) 5 0.91 (m, 5H) , 1.14-1.47 
(jr., 14K) , 1.53 (m, 13) , 1.55 (en, 4H) , 2.21 (rr <# IK) , 
2.77 (3, 3H) , 2.H2 (s, 3K) , 3.07 (A3q, 2H) , 3.25 ( - , u 
= 7.1 Hz, oK) , 3.50 (en, 3H) , 4.03 (m, 3H) , 5.47 (s, 
1H) , 5.99 (d, J" - 2.4 Hz, 1H) , 5.51 (dd, J 3 3.9 ~iz, 
2.5 Hz, IK) , 5-91 (d, J - 8.7 Hz, 2HJ , 7.41 (d, u - S.l 
Hz, 2H) , 7.39 (d, J" = 9.0 Hz, 1H) . 



gjj 1 4 0 9 

[0 3 6 0] 
[ftl3 3] 



o o 




(4R-W) -1- [4- [4- [3, 3-^^-7- (^^T^y 
) -2, 3, 4, 5-x h7 t Ko-4-t Ko^V- 1, 1 — 9 J3r***s K- 1 
— <^i/^t°>— 5— f/W] 7x/^] r/^vV] -4 -TIP- 1 

[2, 2, 2] ^-^^v-4-^ fvw^i? (Jft) 

lif2 sriCX, Tirh^ (100m L) ^<D5- (4' -fc Ko^7x 
_ 7 _ (^f;u7^y) fh7tKn^/fxtV-l, l-v?*^ 
(5. Og, 10. 9moKWi402, 1^ 1 0 «fc 9 Lfc £ 
, »*K2 COa (3. 8g, 27. 2 5 V 2. 5^*) t 1, 4-T"* 

p _ h^u- h (13. Og. 3 2. 6^-E-/K 3. 0^*) 

m-c^su #e>*bfc«f««:6 5°c^T2 immmw^tz 0 ? v 
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(265) mWi 2002-519418 

^MEtOAc (15 0mL) Ufc 0 ^$IJf ££frFP7k*&'l4N a H C O 

3 (2X150mL) Joi^fP^ttNaC 1 (2X1 5 0mL) t)56#Lfc 

o ttabs^^^$-fr (M g so 4 ) , m&r^xmmL, m^^^it&mzm 

3=Lfc 0 77r^^o-7h^77^- (4. 4 X 3 5 c mv-y 2 0-30 

flc ( 6 . 0 g . 8 0%) £#fc 0 
[0 3 6 1] 
[i46] 



'H NMR (CDC1,) 8 0.89 (m, 6H) , 1.10-1.44 (bzr m, 
10K) , 1.61 (m, 1H) , 1.84 (m, 4H) , 2.19 <m, 1H) , 2.43 
(s, 3H) , 2.80 (s, 6H) , 3.03 (ABq, J = 15.1 Hz, J" - 4S.3 
Hz, 2H) , 3.93 (m, 2H) , 4.06-4.13 (m, 4H) , 5.44 (s, IK), 
5.9S (s, 1H) , 6. 45 (dd, J =8.9, 1.4 Hz, 1H) , 6.85 (d, 
J" = 8.1 Hz, 2H) , 7.33 (d. J - 8.1 Hz, 2H) , 7.38 (d, J = 
8.1Hz, 2H) , 7.78 (d, J" =» 8.9 Hz , 2H) , 7.83 (m, 1H) . 



IiT2 Sttt, Tth^MJyW (lOOmL) <D zf p fcVu- h is y — h 
fflfc (5. 8g, 8. 5^1J^/K 111 J; <9 A#L7c*><7» (DMWi.* *f \? 
Z/?ti [2, 2, 2] jtrPfs (DAB CO, 1. lg. 10. HD^K 1 

H 2 C 1 2 (5mL) KmBV, 3B#p H ^U<JS^L^7)^E t 2 O (10 0m 

D t^-c^u z<Dmiz.&&mm>#.MLtc 0 ^<D^mw^mu\^, Eto 

A c ct <9 U tofeif^ L-C0fa©««^-&» ( 5 . 7 

g, 85 %) &#fc„ mp223-231°C (ftffi) 

[0 3 6 2] 

[j£4 7] 



-265- 



(266) 



2002-519418 



l H NMR (CDC1 3 ) 5 0.86 (m, 6H) , 
1.09-1.43 (br m, 12H) , 1.61-1.90 (brm, 5H) , 2.13 <m, 
1H) , 2.25 (S ( 3K) , 2.75 (s, 6K) , 3.03 (A3q , J = 15.1 
Hz, J » 30.0 H2, 2H) , 3.05 (br s, 6H) , 3.37 (brs, 6H) , 
3.89 (m, 2H) , 4.07 (d, Jm 7.5 Hz, 1H) , 5.39 (s, 2H) , 
5.97 (d, J = 1.6 Hz, 1H) , 6.44 (dd, J* = 8.9, 2.0 Hz, 
1H) , 6. 87 (d, J =8.3 Hz, 2H) , 7.08 (d, J = 8.1 Hz, 
2H) , 7.37 (d, \J = S.3 Hz, 2H) , 7.71 (d, J" =* 8.1 Hz, 
2K) , 7.80 (d, J 8.9 Hz, 1H) ; HRMS . frM 
Cj 6 H S6 N 3 0«S : 626.3992. : 626.3994. ^^tFf. fffl[ 

C o H«N 3 0,S 2 : C, 64.71; H, 7.96; N, 5.27. : C, 64.36; 

K ( 8.10; N, 5.32. 




( 4R -v^) - 4 - [4- [3, 3-^^-7- (^W^) -2 

^^ct°^-5-^/v] -n, n, n- hyxf^-i-^yr 

+ (#U 4 0 8, Igl J: 9 A^LfctO) *5J:U<1 5mLChy*W 
5^©**Sr2 0llB5Or-e«kUfc. «£«^-^A-*5 
zn^/VTirx-b^T»b. »iU5 0 0mg (4 3%) 

fc. 



-266- 



(267) 



2002-519418 



[0 3 6 3] 
1*48] 

l H NMH (CDC1J 5 0.8 (m, 6 K) , 1-1. S (m, 
24 K) , 2.1 (m, IK), 2.6 (s, 3 K) , 2.7 (s, 6 H) , 2.3 
(d, J - 15 Kz, 1 H], 3.0 (d, J ■ 15 Hz, 1 H) . 3.3 (m, 

8 H) , 4.0 (m. 4 H) , 5.3 (s, 1 H) , 5.9 (s, 1 H) , 6.4 (m! 

1 H), 6.8 (d, J - 9 Hz, 2 H) , 7.4 (d, J = 9 Hz, 2 H) 

7.8 (d, J = 7 Hz, 1 H) . MS m/e 615. 

0U 1 4 1 1 

[0 3 6 4] 
Hfcl 3 5] 




(4R-J/X) -1- [4- [4- [3, 3--i?^VU-7- 
) -2, 3, 4, 5-fh7t Kn-4-t Kd*->-1, 1 - is** is K- 1 

lmL©v ! ^^*/WA7$ K^Ol g (1. 645!)^) <Dzf*?-sV*i/=7 
— hip WJ{fc (0IJ14O8, II 1 ct <9 Ufc t> <75) fc±(/2 34mg (2. 4 

6 ^ y <7) 3 - 1 Kp^^t'y-^ite 7 o°c{cr 2 0B#r^Piftufc o 

at9 9 0mg (8 6%) (DmttW&mm Lfc„ 
[0 3 6 5] 
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(268) 



2002-519418 



[^49] 

'H NMR (CDClj) 5 
0.9 (m, 6 H) , 1-1.5 (m, 10 H) , 1.7 (m, 1 H) , 1.9 (m, 2 
H) , 2-2.4 (m, 3 H) , 2.9 (s, 6 H) , 3.1 (d, J - 15 Hz, 1 
H) , 3.2 (d, J =» 15 Kz, 1 H) , 4 .1 (m, 3 H) , 4.7 (m, 2 
H) , 5.5 (s, 1 H) , 6.1 (s, 1 H) , 6.6 (m, 1 H) , 6.9 <d, J 
= 9 Hz, 2 K) , 7.4 (d, J » 9 Hz, 2 H) , 7.7 (m, 1 H) , 
S.O (m, 2 H) , 8.2 (m, 1 H) , 9.1 (s, 1 H) . MS m/e 609. 



gjl412 

[0 3 6 6] 
[ftl3 6] 



o o 




( 4 R-^) -1- C5- [4- [3, 3-5^5^-7- (^W?/ 
) -2, 3, 4, 5-fb7tKo-4-tKn^r->-l, I-^tJ-^v'K-I 

Igl ; ^^gvU/; ~s^— L^ffl^^s^ 

22mL©DMF^231mg (5. 7 9U^/K 6 0 <^N a 

H©itf^«|I, 2. 05 g (4. 4 5 - (4' 

^- JV ) -7- fh^t^y/fx^-i- 

MtCTl^TO^bfdo 18. 02 g (5 5. 6 3 5 1)^) 

s-^g-K^^^**!^ *tt&JBHMfcT-«M*#Lfc. DMF 
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(269) m& 2002-519418 

[0 3 6 7] 
[^50] 

: H NMH (CZJCI,) 5 
0.30 (q, SK) , 1.05-2.0 (-, I7H) . 2.2 ( : , IK), 2.3 (s, 
St.), 2.0 (q, 2H) , 2.22 (i, 2H) , 3.95 ( - , 2K) , 4.1 (s. 

i:-:} , 5.42 (3, i;-:) , s.i (c, ik> . 5.5 (d, 1=) , s . 5 c<d , 

2H), 7.4 id, 2H), 7.3 (d, 1H) . 
Xfl2 : jittOM 

1. Og (1. 5 3 0^) ©^>f/M'>7-hW (IglT'A^L 
fc^tf)) \Z3. 94 g (3 0. 5 5 D <D*c / ]) ^jo«t Xf 3 0 m L <£>Tir h 

=■ h v A'&tox.it 0 ;©i^iiT4 5°c^-c 1 0 gp^Mufdo ^bfca 
m.<Dmmfc&vo&'&tc 0 mP 1 3 6°c 

[0 3 6 8] 
K5 1] 

'H NMR (CDClJ 5 0.95 (q, 6H) , 1.05- 
2.2S (m, 18K) , 2.8 (s, 9H) , 3.0 (q, 2H) , 3.95 (t, 2H) , 
4.1 (s, IK) , 5.28 (C, 2H) , 5.42 (s, 1H) , 5.35 (s, 1H) , 
6.45 (d, 1H) , 6.82 (d, 2H) , 7.4 (d, 2H) , 7.82 (d, IE) , 
7.9 (C, IK), 8.2 (C, 2H) , 8.3 (q, 2H) , 8.98 (d, 1H) , 
10.2 (d, IK). KRMS . ffg CoK^NjO.S: 657.3726. 

mm : 657.3736.7C^^. ff-g C 40 H„N 3 O,S . CH^S : C, 

65.40; H, 7.50; N, 3.72; S, 8.52. : C, 62.9; H, 

7.42; N, 3.56; S, 8.41. 

M 1 4 1 3 
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(270) 



l $fU 2002-519418 



[0 3 6 9] 
Ufc 1 3 7 ] 



Me 2 N 




(4S-^) - [5- [4- [3, 3-^^-7- - 
2, 3, 4, 5-fh5tKn-4-tKo^/-l. l-^^v'K-l-^ 
y y fll ^y_ 7^7=^^] ^^^vKl ^o^^H^ (*£) 

8 5mL DMF^O. 63g (15. 7 2 6 0%M) 

aHCffl^C 6. Og (13. UD^) 5 - (4' -tKn^7 
^-/W) - 7 - (-^f/V7^) Tb7tKo^/fit'y-i, 

(ii 4 0 2, igl 0 i^A^bfcto) SrJq*., »e>;h/fc«tt«r«B 
i«|j:-Cl^lKI!f»bfc. -<&*»n^ 3 7. 7g (1 6 3. 7 5 ?!)^) <75 
lf s-^q^y^y^Bi, »^ift«rJSIBIiaifcfc-C-l!feift#U;fc. DMF 

[0 3 7 0] 
13S5 2] 

l K NMR (CDClj) 8 0.90 
(q, 6H) , 1.05-2.0 (m. 17H) , 2.2 (t, IK). 2.8 (s, 6H) , 
3.0 (q, 2H) , 3.4 (t, 2H) , 3.95 (t, 2H) . 4.1 (S. IK), 
5.42 (S. 1H), 6.0 (S, IK), 6.5 (d, IK), 6.9 (d, 2K) . 
7.4 (d, 2H) , 7.9 (d, IK) . 



-270- 



(271) 2002-519418 

0°C(C-C, 27mLOTHFt®59mg (1. 4 7 6 ^ 60%li 
) NaHi9mL©DMF©iM(^ 0. 84 g (2. 9 5 2 ?!)^) <Di? 

1 5^-^tK^b7c: 0 I©»0. 5 9 8 7 g (0. 9 8 4 ?y^) tf>JMfc^ 

> a^^m^^^U-^-C'ttHJb, ^'7^^-Cj5fe?^L7i 0 ttttJ^Mg SQ 4 _b 

[0 3 7 1] 
1^53] 

: H NMR (CDCi,) 5 0.90 <q, 6H) , 1.05-2.0 <m, I9H) , 2.2 
(c, IK), 2.8 (s, 6H) , 3.0 (q, 2H) , 3.4 (t, 1H) , 3.9 ( r , 
2K) , 4.1 (d, 1H) , 5.13 (s, 4H) , 5.42 (s, 1H) , 5.95 ( s ,' 
1H), 6.5 (d. 1H), 6.9 Id, 2H), 7.2-1.4 <m, i 2H , . 7 . 85 ' 
(d, 1H) . 

3 0mL©x^/-;HfJ(DO. 5 3 9 g (0. 6 6 4 5 U ^t/W) 
^.^"fjV^mW- (XfS2X'A^bfct(D) t2 5mg<D10°/oPd/C©lSi 

20 p s i <Dfcm#*T. mmum^x 2^mmw^tc 0 f&gh&mmvxm 

[0 3 7 2] 
U£5 4] 

l H NMR (CDCI j ) 5 0-9 (d, 6H) , 1.05- 
2.2 (m, 20H) , 2.8 (s, 6K) , 3.0 (q, 2H) , 3.4 (s, 1H) , 
3.95 (s ( 2H) , 4.1 (s, 1H) , 5.42 (s, 1H) , S . 95 (s, IK), 
6.5 (d, 1H) , 6.9 (d, 2H) , 7.4 (d, 2H) , 7.85 (d, 1H) . 
HEMS. ff^[ Cj,H„NO,S: 632.3257. %£M : 632.3264. 

Tt^ftVx. tf3¥ C,,H„NO,S: C, 64.63; H, 7.82; N, 2.22; 

S, 5.08. : C, 63.82; H, 7.39; N, 2.14; S, 4.93. 

0!|1 4 14 
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(272) 



1ft$t 2002-519418 



[0 3 7 3] 
[ftl3 8] 

o o 




(4R--/X) -3, 3-^^-5- [4- [ [5- (v^^T?/) ^ 
>*Vl/| -7- (^W^;/) -2, 3, 4, 

111 : B^jt^^Jk^M&^t^ 

10 0mL©^^*Wrn'>fO5- (4' -tFo^7^) ~ 

g, 6. 53? 4 0 3jB1 0 <fc 9 Ufc fc©) 1 9 8 m g 

(7. 8 35^^) 5%*»^ h y ^ A^^P^Lfc, ^©^iSrifil- 

-h (1/5) iC-C^ffib, 2. 92 g (4. 46U^) <£> 3 ~ ffc'O'fvU 

[0 3 7 4] 
[g55] 
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(273) 



m& 2002-519418 



l K NMR (CDCIJ 

5 0.9 (m, 6 H) , 1-1. S (m, 11 H) , 1.6 (m, 3 H) , 1.8 (m, 
4 H) , 2.2 (m, 1 K) , 2.8 (s, 6 H) , 3.0 {d, J = 15 Hz, 1 
K) , 2.2 (d, J m 15 Hz. 1 H) , 3.3 (m, 2 H) , 4.0 (m, 1 
'A), 4.1 (s, 1 K) , 5.5 (s, 1 H) , 6.1 (s, 1 H) , 6.6 (m, 1 
H) , 6.9 (d. J = 9 Hz, 2 H) , 7.4 (d, J - 9 Hz, 2 H) , 
7.9 (d, J = 7 Hz, 1 H) . 

I§ 2 : T § >CD^/& 

3 mLODTir h U /H^co 5 5 om g (0. 7651)^1/) CO 3— -fb'O'^ 
jvq*?g\yf (Igl t£TA^L7ct><D) *3j;rj?2 7 9mg (3. 8HU^) CO 

v?^^/ur^^co^^i o or^-c-p^m^Lfco ^(Dm&WL&mjzTiz.xwk 

*8U Mfe^^oTc^feco^^MmLTCo rco^^Sr 1 OmLWif/i'Ttr- h 

f^ftiu 5 omLcoiafq^^ h y ^A^-eniHi^b7c 0 ^/wr-tr^ 

- bm&ifcm^y*~><?j*±x*ifrm£i£, mm^xm&fevtmfct U3 9 0m 
g (8 5 %) (DmmfDmmit^^mm L7c 0 

[0 3 7 5J 
[^56] 

; H NMR (CDC1 3 ) 5 0.89 (m, 6H) , 1.20-1.47 (m, 
12H) , 1.53-1.67 (m, 4H) , 1.76-1.90 (m, 8H) , 2.21 (m, 
1H) , 2.74-2.92 (m, 12H) , 3.07 (A3q, 2H) , 4.00 ( t: , J = 
6.3 Hz, 2H) , 4.10 (d, J= 7.8 Hz, 1H) , 5.49 (s, 1H) , 
6.00 (d, J = 2.4 Hz, 1H) , 6.51 (dd, J = 9.2 Hz, 2.6 Hz, 
1H) , 6.92 (d, J = 8.7 Hz, 2H) , 7.41 (d, J . 8.4 Hz, 
2K) , 7.90 (d, J = 9.0 Hz, 1H) . 

m 1 4 1 5 

[0 3 7 6] 
[ftl3 9] 
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#S 2002-519418 




(4R-^) -N- W)Vi£**S**}->V) — N — [5- [4- [3, 
3-^-7- (^W^) -2, 3, 4, 5-fh?tKn-4-tKn* 
~>-l, l — i/^-^riX K— 1 -^V'/fi t° V— 5 — ^f/W] ^si/^] 

8. 6g (14. 1?^^) ©jMk^^^^M* (*"J14 13, XfllX* 
> 65g (0. 35mol) (D'J^^T ^ / v^Tir^- b*5 £ 
7 . 5g (7 1*yt;U) (D«/KN a 2 C O 3 Ol^il: 16 0 °C(CT 3 

I±Ti--C^*b, 9. 6g (9 5%) O^x^f/^ffift5r#fe 0 1H NMR 
h;Hiil^-i^fco MS (M + H) m/ e 7 1 7 Q 
[0 3 7 7] 

THF (7 5mL) *3i^7K (5 0 m L) ^^^TV^f^ (IfH2»b 
A^bTttW) 7g (6 4. 3$y-&/W »LiOH?r4 0tlCtl 

8«FWI«#U7t 0 &J&m&m*l% HCICTMU ^"^^ 

ttmufc 0 «&*»&^*^:^*m&u aiau-c. s^^t-cs. 9 g (93% 

) <DffiW.<DmMik&yO*'&t£o mpl48-16 2°Co 
[0 3 7 8] 
[^57] 
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(275) 



# ^ 2002-519418 



: S NMH (CD,CD) 5 0.92 (-, 5H) . 1.1-1.9 (m, 3 IS). 2.15 
(c, IS). 2.3(3, SK) , 3.15 (A3q, 2H) , 3 . 75 (m, IK) , 4.1 
(cr., SK) , 5.3(5, 1H) , 6.1 (s, IS). 5.5 (d, 1H) , 7 . 0 (d, 
2S) , 7.4 (d, 2S) . 7.3 (d, IS); MS (MvK) .-n/e 551 .7C3$i;9-#f 

[C„H J2 N\0 3 S - l.SKjO]: C,51. 11; H.S.OS; 
N,4.07; 5,4.55. : C.51.00; S.7. 72; N\ 3 . 3 9 ; 3,4.47. 

011 1 4 1 6 

[0 3 7 9] 
1^14 0] 



(4R-W) -5 - [4- [ [5- [2- (^xfyVT^y) a^/U] 

T^y] ^>5vW] ^-^rC/] -3, 3 - 'J-fftV- 7 - (^^f/V7 

51/) -2, 3, 4, 5 - f f 7 fc Kn - 1 —iy/f x fy - 4 - 1 



V^vUfRgfle (1. 5 3 5 y^e/K ^14 14, Igl «fc 9 A#U7t 

CO3 (c-r?5fe#bfc 0 gfcfc«5£$£ift£i*\ «JEET-C«»U, IiitT84 0m 

g ( 7 4 %) <Dffim<Dmmk&to&mm ufc. 




N, N, N' , N ' -7- h 7^ 



h V T 5 VfcD 1 g (7)3— fk^ 
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[0 3 8 0] 
[*58] 

l H NMR (CDC1,) 5 0.8 (m, 6 H) , 1-1.6 (m, 23 H) , 1.8 
(m, 2 K) , 2.1 (m, IK). 2.S (m, 18 K) , 2.7 Is. 6 H) , 
2.9 (d, J - IS Hz, 1 H), 3.1 (d, J = 15 Hz, 1 H) , 3.9 
(m, 2 H) , 4.0 (m, 1 H) , 4.1 (s, 1 H) . S.4 (s, 1 H) , 6.0 
(3, 1 H) , 6.4 (m, 1 H) , 6.9 (d, J = 9 Hz, 2 H) , 7.4 
id, J = 9 Hz, 2 H) , 7.8 (d. J = 7 Hz, 1 H) . MS (M+H) 
m/e 743. 



m 1 4 1 7 

[0 3 8 1] 
[ftHll 




(4R-^) -3, 3-^^-7- -2, 3, 4, 5 

-fh7t Kb- 5- C4- [ [5- C [2- (lH-^5^/-^-4-Y;> 
) zn^/H 75^] ^vfvK) 7*^1/1 -1 — 

3— A- 1, l-^^-^rv- 

1 g CO 3 — fl^^^VKflWtt ( 1 • 5 35 1) Ml 4 14, 1 «t 5 A 

#Ufct>©) fc£t/3. 4g (3 0. 6?H^) ©t7^^y«»5 0t 
(C-C 1 7B#F^PSftU7t 0 m&WL*^^T^7— H*5j:t«afdNaHCOa fcig 

**gLfc„ «U5 8 8mg (60%) ©0f 
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[0 3 8 2] 



[^59] 



: H NMR (CDCl,) 5 0.9 (m, 6 H) , 1-1.7 (m, 14 



H) , 1.9 (m, 3 H) , 2.0 (m. 2 H) , 2.2 (m, 1 H) , 2.3 (s, 
6 H) , 3.0 (m. 3 H) , 3.2 (m, 2 H) , 4.0 (m, 2 H) , 4.1 (m, 
3 K) , 5.5 (s, 1 H) , 6.0 (s. 1 H) , 6.5 (m, 1 H) , 6.8 (s, 
1 H) , 6.9 (d, J = 9 Hz, 2 H) , 7.4 (m, 3 K) , 7.9 (d, J 
= 8 Hz, 1 H) . MS (M+H) m/e 63 9. 



(4R-^) -N- [5- [4- [3, 3-v??^vU-7- (^^7-;/ 
) -2, 3, 4, 5-f h7t KP-4-t Ko^rvz-l, 1 - */ K~ 1 

-/<y)/^xty- 5 7aiydr^] -<^yvw] — N ' — rc^yu— N, N 
, N' , N* -*? h7^f^- 1, 2-x^yi/7^^^P7^K 

3 OmLWDMF^W 5 - (4' -fcKP^J/7*=^) -7- (v 5 ^ ^7 
5/) fh7t Kn^y/fxfy-i, l - K ( 1 . 6 8 0 g, 3. 

6 W1 40 2, IilOJ;t)A#Lfct©) Tk^k^" h U £ J* ( 

0. 2 5 0 gl 6. 25?y^) ©?!M?:iiT, 10 0mL©^)S7 
7^3^T*»#Uc 0 i<7)i§^tC N 1, 5 -i?-7n*'<>?>' (6. 0mL/4 
4. 0 5K^) Sr^Px., #btbfcM^tr 1 8 0#^*#b7c o Z.<D&l&Qo$:zf 



m i 4 i 8 



[0 3 8 3] 



[ftl4 2] 
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7^ (lOOmL) WH2O (2 0mL) "C*«iU, MBtOAc 
(3X5 0mL) -ettttJLfCo (MgS04) , W& 

^xm&r^xmm^tco 2 0%e toAc/^t^ttit^y*^ 

/u^liai*: ( 1 • 7 8 3 g . 8 0%) £#7c Q 
[0 3 8 4] 
[^60] 

l H NMR. (CDClj) 5 
0.34-0. 95 (m, SH) , 1.02-1. 55 (m, 10H) , 1.58-1.70 (m, 
3H) , 1.78-2.03 (m, 4H) , 2.15-2.24 (m, 1H) , 2.77 (s, 
1H) , 2.80 (s. SH) . 3.05 (ABq, 2H) , 3.42 (C, 2H) , 3.98 
(C, 2H) , 4.10 (S, 1H), 5.47 <S, 1H) , 5.99 (d, IK), 6.50 
(dd, 1H), 6.91 (d, 2H) . 7.40 (d, 2H) , 7.88 (d, 1H) . 

3 0mL©7th^hy^©^yf/^W (0. 8 5 3 g. 1. 40 
Iiira^tfct)©) . N, N, N* , N' -fh^f^f 
U^^T^V (1. OmL/6. 6 2^ ^V) ©M^4 OttCt 1 2^ 
«#U ^ffl^ffcSrt^Tfc-CWHU *7*!7>r KofS*tB* (1. 0 5 2 
g) *»»«^**T-feb=hy^ (1. 5mL) 

-7VWT*M*b7t 0 »f*yhU tt*tt@fr«rattJ bfc 0 r<D»^&Sr 

tLt^y-IBWlO. 951g, 94%) &#fc„ 
[0 3 8 5] 
[§56 1] 
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l H NKR (CDC1,) 5 0.81 
(C, 6K) , 0.96-1.64 (m, 13H) , 1.62-1.35 (m, 4H) , 2.03- 
2.18 (m, 1H) , 2.20 (s, 6H) , 2.67 (C, 2H) , 2.74 (s, 6H) , 
2.98 (A3q, 2H) , 3 .30-3.42 (m, IK) , 3.38 (s, 6H) , 3.60- 
3.75 <m, 4K) , 3.90 <C, 2H) , 4.01 <s, 1H) , 5.37 <s, 1H) , 
5.92 (s, IK), S.41 (dd, 1H) . 6.81 <d, 2H) , 7.32 (d, 
2K) , 7 .77 (d, 1H) . 

*r/-mV3MtM. (0. 9 3 3 g, 1. 29?y^/K H2^bA¥Lfct© 
) % 3 — K^- 9 f (0. 3 0 0mL/3. 7 5^^) *3 £XJT±: b = h V A- 
(3 0. OmL) £4 o z 7^ yv't-^-^-I c f , T*^Lfc 0 ~COfrfc?& 

(1. 166g) <£r#fc 0 i©i#**fc^7 t V'^/7* h= MJA'fciSgL, 

( 1 . 0 4 6 g , 9 2%) ^Ittl bfc 0 
[0 3 8 6] 
[£62] 

l K NMR (CD,OD) 5 0.59 (C, 6H) , 0.70-1.10 (m, 9H) , 1.16 
(C, 3H) . 1.22-1.80 Cm, 9H) , 2.42 (s, 6H) , 2.78 (d, 2H) , 
2.98 (s. 6K) . 3.02 (s, 6K) , 3.22-3.37 (m, 4H) , 3.63- 
3.73 (m, 4H) , 3.80 (s, 4K) , 4.93 (s, IH) , 5.71 (s, 1H) , 
5.22 (dd, IK), 6.61 (d, 2K) , 7.02 (c, 2H) , 7.40 (d, 
IK) . 

3 — {kJkikM. (Ig3i»f>A¥Lfct)©) Biorad AG 2X8i 

m&m\<\ 70% h 2 o/r-ir h= h y/v-c^tu-rsr t-e-e^+aa-rs— 
mk-^&u e^m^@^i:b-c, mm<Dmmit^m (o. 7 4 6 g , 8 4% 
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(280) #3? 2002-519418 

) £#fc Q m P 1 9 3. 0-1 9 7. 0°C 1H NMR (CD30D) 5 0 

59 (t, J = 6. 0Hz, 6H) , 0. 70-1. 12 (m, 9 H) , 1. 
16 (t. J = 6. 6Hz, 3H) , 1. 24-1. 90 (m, 9 H) , 2. 5 
0 (s, 6H) , 2. 78 (s, 2H) , 3. 08 (s, 6 H) ,3. 11 (s 
6 h) , 3. 24-3. 50 (m, 4 H) , 3. 68 (s, 2H) , 3. 81 
(s, 2H) , 4. 16 (a, 4 H) , 5. 02 (s, 1 H) . 5. 72 (s, 
1H) , 6. 19 (d, J = 8. 4Hz, 1H) ) 6. 61 (d, J = 8. 1H 
z> 2H) ) 7. 10 (d, J = 7. 8Hz, 2 H) , 7. 46 ( d , J = 8. 
7Hz. 1H) . HRMSo tiftCa 9 He 7 N 3 O 4 S C 1 : 7 0 8 . 45 
41. Jfem : 708. 4598. 
W14 19 

[0 3 8 7] 
[ftl4 3] 




[4R- [4a, 5a (4R*, 5R*) j ] — N, N' [5- [4- [ 

3> $-*?-f<?-,\,-7- (^WS/) -2, 3, 4, 5-ff7tKa- 
4-tKB^-l, i-^^^K-l-^O^^t-^-S-^/H 7x/ 
-O^/V] — N, N. N* , N' -7h7^^-l, 

5mL©7tb-b!);^, Ift^f^W (1. 0 0 2 g, 1. 645 
y^/K W14 18, XjBl*»e>A#Ufct>©) *3£tfN, N, N* , N' 

6 _^t^7^y (0. 100g, 0. 5 80 5U^) 
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«»U — 9 — £§6<ilU SOtStiU 1 5^f, SJ£?M£«£ 

jii2?M£T^^U ISTI-tlll^ ^:7*y^ h*&*fc@ft: (1. 1 4 1 g 

o 0°C*T^ai^, ^Mf^^FU ^*'I4^^^!7^ MS]^^ili±SL.fc 0 r 

mVtmfat LTiSU^^D 5 K*fc (0. 8 4 3 g, je»RTffi) SrWfco 
[0 3 8 8] 
[163] 

l H NMR (CDC1 3 ) 5 0 . 85 (m, 12H) , 
1.01-1.70 (m, 30H) , 1.76-2.08 (m, 12H) , 2.18 (z, J = 
12.3 Hz, 2K) , 2.79 (s, 12H) , 3.03 (A3q, 4H) , 3.35 (s, 
12H) , 3.52 (br s, 6K) , 3.72 (br s, 4H) , 3.97 (br s, 
4H) , 4.08 (br s, 2K) , 5.42 (s, 2H) , 6.00 <s, 2H) , 6.51 
(d, J" = 9.0 Hz, 2H) , 6.86 (d, J" = 7.8 Hz, 4H) , 7.38 (d, 
J m 7.8 Hz, 4H) , 7.83 (d, J* = 8.7 Hz, 2H) . 

^:/n-^ Ki&£. Biorad AG 2X8iMfflV\ 7 0%H 2 O/C 
BffMO^Mfb^fe ( 0 . 6 7 6 g , 8 6%) S:»fc 0 mpl78. 0-182. 

o°c 

[0 3 8 9] 
K64] 

r H NMR (CDC1 3 ) 5 0.80-0.90 (m, 12H) , 1.01-1.70 (m, 
30H) , 1.75-2.06 (m, 12H) 2.16 (t, v7=» 12.9 Hz, 2H) , 
2.79 (s, 12H) , 3.03 (A3q, 4KJ , 3.33 (s, 12H) , 3.49 (br 
s, 6H) , 3.70 (br s, 4H) , 3.96 ( t , J -5.4 Hz, 4H) , 4.08 
(s, 2H) , 5.42 (s, 2H) , 5.986 (s, 1H) , 5.993 (s, IH) , 
6.49 (d, J = 9.0 Hz, IH) , 6.50 (d, J" = 9.0 Hz, 1H) , 
6.87 (d, J" = 8.4 Hz, 4H) , 7.38 (d, J =* 8.1 Hz, 4H) , 
7.84 (d, J = 8.7 Hz, 2 H) . KRMS . C a6 H sa N 2 0<S : 

614.4118. jjgjft : 614.4148. 
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m 1 4 2 0 

10 3 9 0] 
[ftl4 4] 

O P 




( 4R -^) -3, 3-^^-7- -2, 3, 4, 5 

_^ h9t KP-5- [4- [ [5- (lH-fF7^-5-^) 
/U] <^/^t°^-4-^— ^ 1, 1-^^^ 

K 

150mL©DMF^l. 01 g (2 5. 4 S 'J *A\ 6 0%Mf) <^ffi 
^fJU-C9. Og (19. 5^H/V) ©5- (4' -tKn^ 
-7- fh7tKn^/^y-l, 1-^ 

^f-df-^K (F>J1 4 0 2, Igl 0 £t>A#Ufcfctf» *.*:«, 3 0M« £JS 
f££7K*S (15°C) *-C?fr*PU 4. 48 g (19 5 0^) ©1, 5-^ 
n^^n/^tttfc. KfSi^Mtl. 5B#IH»#U 50mL<DfSfP 
NH4 C 1 ^T^Ufco R^£^^T^-MCTWIU 

^_ h /^fy?:fflV^y*Wn-7 f^77^- (Wa t e r -P r e 
p 5 0 0) lC«fc<5*JtirC% MiUl 0. 17g (8 5%) 
/U^IHJfle&SaJ mp 6 5 - 7 0°Co 

[0 3 9 1] 

[316 5] 
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l H NMR (CDC1 3 ) 5 0.84-0.98 (M , 6H) , 
1.04-1.52 (m, 10H) , 1.58-1.65 (m, 3H) , 1.82 (p, J"= 6.8 
Hz, 2H) , 1.94 (p, J» 7.0 Hz, 2H) , 2.12-2.26 (m, 1H) , 
2.82 (s, 6H) , 3.06 (AB q , « 15.2, 45.3 Hz, 2H) , 3.44 

(t, J* = 6.7 Hz, 2H) , 3.99 (t, J = 6.3 Hz, 2H) , 4.10 (s, 
1H) , 5.47 (s, 1H) , 6.15 (d; J = 2.7 Hz, 1H) , 6.63 (dd, 
J* = 2.5, 8.4 Hz, IK), 6.91 (d, J = 8.4 Hz, 2H) , 7.3 9 
(d, J" =3.4 Hz , 2H) , 7.93 (d, J = 8.7 Hz, 1H) . 



lmLODMS0^03 7 8mg (0. 62 15U^) O^b^O^/V^^ 
ft (ISU9A¥tfct©) (Df^Mt3 7mg (0. 7 4 5 ?y^) © 

M^illMTtilL, a^^^A-Ti?^- hteit^TKIHtc^EUfeo 

iMiLT2 7 8mg (93% RPHPLCll, ca. 7 5%) O^f 
h y/^IWft«:*»«Ufc Q 
[0 3 9 2] 
[«6 6] 

l H NMR (CDC1 3 ) 5 

.0.86-0.96 (m, 6H) , 1.02-1.21(m, 1H) , 1.21-1.52 (m, 
19K) , 1.58-1.92 (m, 7H) , 2.16-2.28 (m, 1H) , 2.41 ( C , *J 
= 6.9 Hz, 2K) , 2.83 (s, 6H) , 3.08 (AB q , 15.0, 47.5 Hz, 
2H) , 4.01 (t, J" - 6.2 Hz, 2H) , 4.1 (s, 1H) , 5.49 (s, 
1H) , 6.07 (d, J" =2.1 Hz , 1H) , 6.59 (dd, J" = 2.4, 8.7 
Hz, 1H) , 6.92 (d, *7 = 8.1 Hz, 2H) , 7.42 (d, J = 8.4 Hz, 
2H) , 7.92 (d, J" = 8.7 Hz, 1H) . MS (ES, M+H) zn/e 555. 

IS 3 :r h7 9— JV(D^^L 

5mLOh;l/x^^)2 7 5mg (0. 5 5 V O — h V /nFRBft (Ig 

2^?>A^byhtW) fciV6 6 6mg (3. 2 3$!i^) OT^Khy^f 
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(284) 
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aii-rso 6o%7K/r-feh=hy^«rfflv^i»ffi^B^b^9 7-f- (wa t 

ers -Delta prep) fc. J: S«f«l!l £ 9 . Lt2 2 6mgO 

ffiW.<DmMik&V0 ( 7 5 %) Mm Ufc„ m p 8 0 - 8 5 °C 0 
[0 3 9 3] 



1.30-1.52 (m, 10H) , 1.52-1.73 (m, 3H) , 1.79-1.99 (m, 
4H) , 2.14-2.26 (m, 1H) , 2.91 (s, 6H) , 3.02-3.22 (m, 
4H) , 3. 92-4. OS (m, 2H) , 4.16 (s, 1H) , 5.47 (s, 1H) , 
5.23 (d, J « 2.4 Hz, 1H) , S.74 (dd, J ■ 2.7, 8.3 Hz, 
IK), 6.89 (d, J- 8.7 Hz, 2H) , 7.37 (d, J- 8.1 Hz, 
2K), 7.98 (d, J = 8.7 Hz, 1H) . HUMS ft* 
C„WS! 5 9 8.3427. : 598.3443. 

m i42i 

[0 3 9 4] 
[ftl4 5] 



(4R-^) -4- [ [5- [4- [3, 3-^^-7- (5?^W5 
/) -2, 3, 4, 5-f b7t Ko-4-t Kn^f-v'-l, 1 — v^^v- K — 
l - ^y/fxt'y- 5 — Y/U] 71/^^/] 7x^] -2, 6-t° 



[i6 7] 



l H NMR (CDClj) 5 0.83-0.95 (m, 6H) , 
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x%s i : ^fvh^g ^ y$>mfc<D'&j$. 

8 5mL«DMFtfO. 63g (15. 7 2^H;K 6 0 %ftWtW OtK 
mik-)- h V V-l»<nmmz-, 6. 0 g (13. V *r/u) <D5- (4' -t Kb 
dr->7x^) -7- T" h7t KP^/fit>- 1, 1 

-v^^K («1 4 0 2, Igl0ttA¥) ^iiOL, ^C/c^^rMT' 

1 mmmw£-&tc 0 *:<Dmm\^, 37. 7 g (i 6 3. 7 5 ^y^v) <di s 5 

[0 3 9 5] 
[^6 8] 

NMR (CDC1,) 5 0.90 (q, 6K) , 1.05-2.0 
(m, 17H) , 2.2 (t, 1H) , 2.8 (s, SH) , 3.0 (q, 2H) , 3.4 
(C, 2K) , 3.95 (C, 2K) . 4.1 (s, 1H) , 5.42 (s, 1H) , 6.0 
(S, IK), S.5 (d, IK) ,6.9 (d, 2H) , 7.4 <d, 2H) , 7.9 id, 
IK) . 



X%£ 2 : >7-y y ^^(chel idamic ac\d)<D^*TMt 
100mL©DMF'F©10g (54. 6 5; V *M <D>T V V ^ y ? Mb , 2 
3. Og (120. 125U ^EJV) <D 1 - ( 3 - fyU7 ^/d fcVw) - 3 
-^.=f-)\sj})Vi$,~sy( % VV&W&h , 1. 33g (10. 8 5 ]) 604-v^ 
f^^fy^yi, 12. 4mL (120. 12^^) (D^y^7^ 

=>-^^t5^^5^^, Ii#iMTT- fl^^-eis^$i±-rt 0 DMF^ 
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rn*7VU£#fc:o X H NHR (CDC 1 3 ) 8 5. 4 (s, 4H) , 7. 
4 (nu 1 2H) o 
[0 3 9 6] 

17. 5mLODMF^©79mg (1. 9 7 2 5y^K 6 0%cD5t«0 
(DTK^^hy ^H. 716g (1. 9 7 2 ^^) co^-<^^/v^y^ 

m\z. i. o g (i. 6 4 3 y *m (D^^^^y* 5 K^{££^nu -t 

[0 3 9 7] 
1^69] 



'H NMR (CDC1 : ) 6 0.90 (q, 6H) , 1.05*2.0 
(m, 19H) , 2.2 (t, 1H) , 2.8 (s, SH) , 3.0 (q, 2H) , 4.0 
(t, 2H) , 4.1 (S, 1H) , 5.4 (s, 4H) , 5.42 (s, 1H) , 6.0 
(s, 1H) , S.5 (d, 1H) , 5.9 (d, 2H) , 7.3-7.5 (m, 12H) , 
7.78 (s. 2H) , 7.9 (d, 1H) . 



35mL©x^7-;^5mL©THF^©0. 8813g (0. 9 9^/V) 
(O^yiz/uxxr/v (xa3lCTA^) i: 4 Omg©l 0%P d/COlii 
£ x 20 ps i <D7kfft#*Tl--t, 2B#^MT^b<$i#bfCo 

[0 3 9 8] 
[170] 
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1H NMR (THF-dS) 0 . 95 (q, SH) , 
1.05-1.65 (m, 15H) , 1.9 (m, 4H) , 2.22 (c, 1H) , 2.-8 (s, 
SH) , 3.0 <t, 2H) , 4.1 (s, 3H) , 4.3 (s, 2H) , 5.4 (s, 
IK), 6.05 (s, 1H) . 6.5 (d, 1H) , 6.9 (d, 2H) , 7.4 (d, 

2H) , 7.73 (d, 1H) , 7.82 (s, 2H) . HRMS . 

C^H^N^S: 711.3315. : 711 . 3322 . TzM^Vf . %i% 

C lt H S0 N,O,S: C, 64.20; H, 7.09; N, 3.94; S, 4. SI. J&K : 

C, 62.34; H, 6.97; N, 4.01; S, 4.48. 

14 2 2 
[0 3 9 9] 
[ftl4 6] 




NH 



(4R-->X) - [5- [4- [3, 3 -v^'TVW- 7 - - 
2, 3, 4. 5-f h?tKo-4- tKB*V-l, 1 - 9 SHr**s K- 1 - ^< 

0. 75mL©DMSO c t'©2 00mg (0. 2 3 8 5 !) ^ <D^O"^/^zf 
d 5 KffHft: (0»J 1 4 2 0©IS1 (CXA^) <7)jf#?t$i(^ 32mg (0. 4 

935 y ^e/i^) ?>T>Mt^- h y ^^(/ttiioa^tt h y vj»zmmvtc 0 
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K + RJ]#«:#fc (9 2%ORPHPLC««t|)7 6%(OlRi) o Iff^/Wi* 

[0 4 0 0] 
[*7 1] 

mp 45-50 °C; : H NMR 

(CDClj) 5 0.B3-O 93 (ra, SH) , 1.03-1.48 (m, 10K) , 1.54- 
1.74 (m, SK) , 1.78-1. 85 (m, 1H) , 2.14-2.2S (m, 1H) , 
2.81 (S, SK) , 3. OS (AB q , J„ = 1S.0, 48.0 Hz, 2K) , 3.31 

(Z, J = 6.3 Hz, 2K) , 3.98 ( t , J = 6.3 Hz, 2K) , 4.09 (s, 
1H) , 5.47 (s, 1H) , 6.10 (d, J = 1.8 Hz, 1H) , 6.63 (dd, 
J =5 2.7, 9.0 Hz, 1H) , 6.91 (d, J = 9.0 Hz, 2H) , 7.39 

(d, J = 8.4 Hz, 2H) , 7.91 (d, J = 8.7 Hz, 1H) . MS 

(?A3, M+H) m/e 571. 



Ig 2: §; ^■ft|g|fc<P'£ > J% 

7 5mL»x^;-;^©0. 67g (1. 17 5!)^) ©Tv^KW ( 
Igll^Af) »10%^7v?!7A©0. lOgMPU ^ 

4 9 p s i (DTkmtf^T^X, 3. 5B#TOi 5 &T£tc 0 5^**7^ b 

^7 5^ + 111**11^ (8 6%©RPHPLC«It\ $J 8 4 %<Z)l|X*) . Vis 

[0 4 0 1] 
[j5 7 2] 
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rnp 70-85 °C; A H NMR 
(CDClj) 5 0.86-0.96 (m, 6H) , 1.06-1.75 (m, 15H) , 1.79- 
1.93 (m, 4H) , 2.15-2.23 (m, 1H) , 2.82 (s, 6H) , 2.96- 
3.20 (m, 4H), 3.99 (t, J* » 6.0 Hz, 2H) , 4.04-4.14 <m, 
IK), 5.49 <s, 1H) , 6.00 (d, .7= 1.5Hz, 1H) , 6.51 (d, J 
= 9.0 Hz, 1H) , 6.91 (d, J" = 8.4 Hz, 2H) , 7.41 (d, J" = 
8.1Hz, 2H) , 7.90 (d, J" » 8.7 Hz, 1H) . MS (ES, M+H) 
m/e 54 5. 



I§ 3 : ^rT^^^M 

1, 5mL^)DMF4 l (Z)2 5 8mg (0. 4 74 ^K;P) (D^yW?/ 

(Ig2CtA^) <t8 1mg (0, 551W) ^lH-/^/^- 

1 -^^xK^i^^^^M^JS^^^, 7 1mg (0. 55 1?y^) <D 

^g^n^h^^^^— (r>^ — ^ — X-^W^prep) t£<fc9, 6 0%zk/Ti?b 

^ h v^^mmi^xmm^^t^t, i2o mg (4 3%iix*) oii^^^ h;u 

[0 4 0 2] 
[S73] 



mp 67.0-72.5 °C; 1H NMR (CDCl 3 ) 5 0.89-0.93 
(m, 6H) , 1.05-1.17 (m, IK) , 1.26-1.90 (m, 16H) , 2.07- 
2.24 (m, 1H) , 2.81 (s, 6H) , 2.99-3.19 (m, 4H) , 3.98 (br 
s, 2H) ( 4.12 (s, 1H) , 5.46 (s, 1H) , 6.01 (d, J" a 2.1 
Hz, 1H) , 6.51 (dd, J" - 2.1, 8.0 Hz, 1H) , 6.92 (d, J" a 
8.1 Hz, 2H) , 7.41 (d, J = 7.8 Hz, 2H) , 7.8 9 (d, J" -8.7 
Hz, 1H) . HRMS. C i2 H 50 N«O 4 S;586.3 552. 

(M+H) : 587.3620 . 



m 14 2 3 
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[0 4 0 3] 
[ftl4 7] 




(4R-vO*0 -N- [5- [4- [3, 3 -v^^/V- 7 - 
) -2. 3, 4, 5-fh7tFD-4-tKn^>-l« 1 - v^^r K~ 1 

fvl^A-*^r~> K (20mL) ^O^yf^n 5 Kf if* (4 0 0m 
g , 0 . 6 5 7 5 y ^r/K M 1 4 2 0 (DTM 1 I^TAf) <D^(C. 7^t b 
(47mg, 0. 7 2 3 1. 1^*) U ^Cfc^^ 

^^2 3°c-ei smmmw^tco Kfcmmzi o o m L©iwtr-bt 

3=r3|RU 7K (2xl00mL) ty7^(> (1 x 1 0 OmL) -Cj5fe#bfc 0 
[0 4 0 4] 

mi 4] 
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L H NMR (CDClj) 5 0.82- 
0.90 (m, 7H) , 1.05-1. So (m, 12H) , 1.59-1.71 (m, 3H) , 
1.78-2.01 (m, 4H) , 2.20 (t, <J = 8.3 Hz, 1H) , 2.82 (s, 
6H) , 3.08 (q, 2H) , 3.44 (t, J - 7.7 Hz, 2H) , 3.99. (t, J" 
= 7.7 Hz, 2H) , 4.91 (br s, IK), 5.47 (s, 1H) , S.13 (d, 
J = 7.58 Hz, 1H) , 6.63 (d, J = 7.7 Hz, 1H) , 7.14 (ABq, 
4H) , 7.91 (d, J = 7.8 Hz, 1H) . 



x^/-;Kl5mL) 4>^yf;l/7v?K^f B W (3 9 0mg, 0. 6 84 

(48 PS i) ©#imtt*4. 5m$m.is<m:W£-&tc. 0 ^?;~-;vmm 

4^m.CKT± h=- h y /L- (15mL) -C#3fRU ^©ibyx^7$V ( 
0. 15 6g, 1. 54?y*/K 2. 2 5SI) t ^ P ^■gfcSfe'O' vVl^^ 7" 
/U (0. 2 12g. 0. 9 2 5 5!)^) Ufe 0 SJ&?££r 4 8 2 3 °C 

2x2 0mL) kT'^-O' (lx2 0mL) T^}^bfc 0 ^ISH£$t^^-> 

[0 4 0 5] 
[S75] 
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l H NMR 

(CDC1,) 5 0.82-0.90 (m, 6H) , 1.05-1.56 (m, 14H),'l.58- 
1.71 (m, 3H>. 1.78-2.01 (m, 4H} , 2.20 (c, J= 8.3 Hz, 
1H) , 2.75 (d, J" = 7.33 Hz, 1H) , 2.795 (s, 6H) , 3.08 (q, 
2H) , 3.Sa-3.85 {m, 2K) . 3.87-4.04 (m, 2H) , 4.09 (s, 
•H), 5.147 (s, IK), 5.46 (s, IK), 5.98 (d, JT. 7.58, 
1H) , 6.50 (dd. 1H) , 6.85-6.87 (m, 2H) , 7.28-7.45 (m, 
5H), 7.89 (d, vJ =» 8 . 0 Hz, 1H) . MS (ES) m/e 693. 



Xjl 3 : Wi<D&J$. 

i^y-;Ml5mL) ^(D^^-Jj^^J^WiW- (0. 4 2 0 g. 0. 6 

H§;tf^ (48ps i) t#i^Ttl6St«t<»tfc 0 9 
>f ht'^lU JI^T-eflH6b-C, 0. 3 3 0 gffl^©^|f?;#fc. 
^.^^zn^/Wrc-^/W-CO^L^ 3»#bfc^H#*K^T"C*aft**"C 0 . 19 
g (5 2%<DI&*) <DffiW<D?4 YMk&tfo*M&<D¥-mfct b-C#^lo 1H 
NMR (CDC 1 3) 5 0. 8 6 (b r s, 7H) , 1. 0-1.72 (m 
N 18H) , 1. 7 9 (br s, 2H) , 1. 98 (s, 2H) , 2. 0 
9-2. 24 (m, 2H) , 2. 78 (s, 6 H) , 2. 99 (q. 2 H) . 3 
. 96 (bs, 2H) , 4. 08 (s, 1H) , 5. 46 (s, 1 H) , 5. 
97 (s. 1H) , 6. 4 0-6. 4 9 (m, 1 H) , 7. 14 (AB q > 4H 
) . 7 . 85 (t, J = 7 . 93Hz, 1H) D MS 'ES) m/e 603 

m 14 2 4 

[0 4 0 6] 
[ft!4 8] 
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(4R-^) - 4- [[4- [3, 3 -*J7^J\s-7- - 
2, 3, 4, 5-f h5tKo-4-kKo^-l, 1 - K- 1 - ^< 

1 OmL©^ K'fWO. 53g (1. 1 5 5: ]) ^E-/W) <D 5 - 

(4' -tKD^>7i=;W -7- (^^7?;) f F7tKD^y 
^/^t^-l, (^J1 4 0 2©Igl0iC-CA?) (75^^, 

3 5mg (1. 3 9 * V ^Jl>) <D9 S%7kmit~r h V <?J*ZffiML, 10OT 
^LfCo ^(DSfSilMt, 5 2 5mg (2. 2 9^^U) ©4 - (7a^^ 

jsu m&z'gmsitxo. 5i g (nxi7 3%) cD-<^y^- b^mte&mc 

o 

[0 4 0 7] 
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m& 2002-519418 



l H NMR (CDCIJ 6 0.86-0.95 (m, 6H) , 1.14- 
1.47 (m, 10K) , 1.60-1.64 (m, 1H) , 2.20-2 .23 (m, 1H) , 
2.80 (s, 6H) , 2.99 (d, J = 1S.1 Hz, 1H) , 3 . IS <t, <J =* 
15.1 Hz, IK), 3.92 (s, 3H) , 4.09-4.15 <m, 1H) . 5.17 (s, 
2H) , 5.49 (s, 1H) , 5.94 (d, J= 2.2 Hz, 1H) , 6.50 (dd, 
J = 8.9, 2.6 Hz. 1H) , 7.00 (d, J = 8.7 Hz, 2K) , 7.43 
<d. J = 8.5 Hz, 2H) , 7.53 (d, J = 8.5 Hz, 2H) , 7.93 (d, 
J = 8.9 Hz, 1H) , 8.0 6 (d, J - 8.5 Hz, 2H) . 



1§ 2 : Wt(D&J& 

HmLOTHF^O. 51g (0. «^x-f^f# 
(Igl ICTA^) t 3 2 5mg (2. 53^ y ©KOS i (CHa) 3 

*£-£-C, 30 g (HX*60%) ©fiO^'f h/Wfc^*Sr^fc 

o 

[0 4 0 8] 
[*7 7] 



tnp 156 - 159 a C; l H NMR (CDClj) 5 0.89-0.94 (m, 
SH) , 1.24-1.43 (m, 10H) , 1.62-1.66 (m, 1H) , 2.20-2.24 
(m, 1H) , 2.84 (s, 6H) , 3.02 (d, J - 15.1 Hz. 1H) , 3.17 
(d, J = 15.1 Hz, 1H) , 4.14 (s, 1H> . 5.20 (s, 2H) , 5.50 
(s, 1H) , 6.16 (S, 1H) , 6.71 (d, J = 9.1 Hz, 2H) , 7.03 
(d, J = 8.3 Hz, 2H) , 7.44 (d, J = 8.1 Hz, 2H) , 7.S7 (d, 
J = 8.3 Hz, 2H) , 7.95 (d, J - 8.9 Hz, 1H) , 8.13 (d, J = 
8.1 Hz, 2H) . HRMS. fW C )4 H« 4 NO«S : 594.2839. 

: 594.2913. 
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m 14 2 5 

[0 4 0 9] 
[ftl4 9] 




(4R-^) -1- [ [4- [4- [3, 3 -v^/fvV- 7 - (-^f^T^ 
7) -2, 3, 4, 5-fh7tKo-4-tKn='rv'-l, l-v^^r^K- 

Xfl 1 : ? w<>'i//Utpmfc<D'a-f$. 

m.MT<D2 5°CT\ Tir (1 0 OmL) 5 - (4' - 1 Kn^~>7i 

-7- (v^^-T^y) 7 1 h7t><lf5-<^y^^t 0 ^- 1 s l-v^^ 
*S K ( 5 . 0 g , 10. 9>y i 1 4 0 2 (Dig 1 0 ttAf) CO^^ 

, »*K2C0 3 (2. 3 g, 16. 3 5; ]) ^£r/K 1. 5^*) <b a % a' -5? 
y aa-p - dfyuy (6. 7g, 3 8. 15 V -=e/K 3. 5^4) i«L 
, ^Dfc^Sr4 8H#M6 5°CX*MW£l£tc 0 Rj&iB&mt: 2 5°C-^£PU 
y i/-}-;Ufoffi(D 1/5 ^fciffi L/c„ mmm&tim^f-A' (15 OmL) fC^«F$ 

7K (2xl50mL) -Cgfc^bfco ( 2 x 1 5 0 m L 

) -C'tttbU *t4e>fc^rflIWIS:ttHJ*.»14Na CI (2 x l 5 OmL) Ti$fc#L 
, I^Ttil^lttffeO^/^ifco 77r>^Dvh^ 7 7^ (5 
. 4x4 5cmO'>!J*y;K 2 5/1^4 0%©^x^;l//^drty) 
*fr®ite:«fc>!K ^np^yy/n^f^Mifc (4. 7 g) HXft7 2%) . 
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[0 4 10] 
IS78] 



l H NMR 

(CDC1 3 ) 6 0.39-0.94 (m, 6K) , 1.12-1.43 (brrn, 10H) . 
< S3 (m, 1H), 2.22 (m, IK), 2.81 (s ( AH). 3.05 (A3q, J 
- 15.1 Hz. J = 50.0 Hz, 2H) , 4.11 (d. J - 3.1 Hz, 1H) , 
4 60 (S, 2H), 5.11 (S, 2H), 5.48 (s. 1H) , 5.95 (d, J- 
, 4 Hz, IK), 6-48 <dd. J- 8.9, 2.6 Hz, IK), 7.00 (d, J 
. 8.9 HZ, 2H), 7.35-7.47 Cm, SB) . 7.35 (d, J * 3.9 Hz, 
1H) . 



IS 2 : mBM<Djt& 

IiT©2 5tt% 7th-b!J^ (5mL) ^©^a^y^tW (1 
0g( i. 7U^K IglliTA?) 0»ttSr, t^v^ (5mL) "C^ 

aMiu n&vmftt^xmmo** YMt&m a. os g . nx*9 6%) £ 

[0411] 
[3^7 9] 



mp 154-156 °C; l K NMR (CDC1)) 5 0.83 (m, 
SH) , 1.06-1.44 (brrn, 10K) , 1.60 (m, 1H) , 2.13 (m, 1H) . 
2.71 (s, 6H) , 3.02 (ABq, J = 1S.1 Hz, J = 23.4 Hz, 2H) , 
4.09 (S, 1H) , 5.00 (S, 2H) , S.38 (s, 1H) , 5.91 (d, J = 
2.4 Hz, IK), 5.26 (s, 2H) , 6.41 (dd, J = 8.9, 2.4 Hz, 
1H) , 6.91 (d, J= 8.7 Hz, 2H) , 7.26 (m, 1H) , 7.40 (d, J 
= 7.7 HZ, 4H) , 7.73 (d, J - 7.9 Hz, 2K) , 7.78 (d, J - 
3.9 Hz, 2K) , 7.93 (t, J = 6.8 Hz, 1H) , 8.34 (C, J = 7.7 
Hz, 1H) , 8.58 (br s, 1H) , 9.69 (d, J = 5.8 Hz, 2H> ; 
KRMS. 3fJ( C„H 4 ,N 3 0 4 S: 641.3413. : 641.3425. 
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M 1 4 2 6 

[0412] 
Htl5 0] 




(4R->^) -1- [ [4- [ [4- [3, 3-^y^vU-7- (v?^W 
5/) -2, 3, 4, 5-fh7tKn-4-tKn^>-K l-v'^v'K 
- 1 — ^i/'j/^r. t°>-— 5 - ^T/W-] 7 3i ^5vV] 7a^U] ^^/W] - 
4 - Tif- 1 - 7-/—T K'is? * [2. 2. 2] t^^oUK 

^^#ffl^T, 6 0 mLC7t h — h "J /H^<D 8 . 7g (14. 5 5 U 
©^□D^y^;Uc(3F^ (#ijl 4 2 5 (DJiUl \^XW^\^tc<D tmWi^^^h 
-a-^c) C>|gf£(C N 3 Oft£k±.frtfX, 3 5 < Ct'4 0mL©7th^Mi/Wt©2 
. 9g (2 6. 2^y^Er/W Ov^Tlf^V^O [2. 2. 2] (DAB 

co) ©gi^^DL, ^p^Mfeoit^^^ufdo ^©77 y-££<b&£ 

2 0#^3 5°CT'm#bfCo ^^Srmfe, 1 LOTir hU/K'^t, 9. 
6 g (IK* 9 3%) <T>& 4 h Mt&MZM'&'Dffigkt LT#7t 0 B*,6 2 2 3 frh 
2 3 0 °C 0 

[0413] 

[^8 0] 
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l H NMR (CDClj) 5 0.39 (m. SH) , 
1.27-1.52 (brm, 10H) , 1.S3 (m, 1H) , 2.20 (m, 1H) , 2.31 
(s, 6H) , 3.06 (ABq, J - IS. 1 Hz, J = 43.3 Hz, 2H) , 3.16 
(s, 6K) , 3.76 (s, SH) , 4.11 (d, J = 7.7 Hz, IK), 5.09 
(S, 2H) , 5.14 (S, 2H) , 5.48 (s, 1H) , 5.96 (s, 1H) , 6.49 
(d, J = 3.9 Hz, 1H) , 6.99 (d, J = 8.0 Hz, 2H) , 7. 26 (m, 
1H) , 7.44 (d, J = 8.0 Hz. 2H) , 7.52 (d, J * 7.4 Hz , 
2H>! 7.68 (d, J =7.4 Hz, 2H) , 7.37 (d, J - 8 . 9 Hz , 
1H> ; HUMS. %m C„K M N,0,S: 674.3992. : 

674 .4005 . 



All 1 4 2 6 a 
[0 4 141 

Hki5i] 




(4R, ^) -1- [C4- [3, 3 7- (^^/VT^y) - 
2 ^ 3 4 ^ 5 _^ (. ? t p P - 4 - t Ka^f-i"- 1 . 1 - v^^^ K~ 1 — ^ 

l-7/-Tt"^n [2. 2. 2] ^^^oUK 

li#iW2 5tT\ T-feh=by^ (lOOmL) ^(C^dp-O^ 
^Palft: (4. 6g, 7. 7^y^/K ^J1 4 2 5©XSllw-C^) 
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v?7f fi/^ D [2. 2. 2] -JrVZls (DABCO, 0. 95g, 8. 5^ 

y^e/K i. t*st, 3 5 °c-c 2 B^r^a^ ufc 0 -tora^ e&^st 

^fi^LfCo 6feia#:^**, CHsCNTWU CHJOH/Et^O 
^bSgilt^^ hsHt&Vo&mc (4. 9 5%, J|Xfi9 1%) „ St^2 2 3 

a>e>2 3 o°c o 

[0 4 15] 
[*8 1] 

n 

NMR (CDC1,) 5 0.39 (m, SH) , 1.27-1.52 (br m, 10H) , 1.S3 
(m # 1H) , 2.20 {m, 1H) , 2.81 (s, SH) , 3.06 (ABq, J - 
15 .1 Hz, J = 43 .3 H2, 2H) , 3 .16 (s, 6H) , 3 .76 (3, SH) , 
4.11 (d, J =1.1 Hz, IK). 5.09 (s, 2H) , 5.14 (s, 2H) , 
5.48 (s, 1H) , 5.96 (s, 1H) , 6.49 (d, J =8.9 Hz, 1H) , 
6.99 (d, J" a 8.0 Hz , 2H) , 7.26 (m, 1H) , 7.44 (d, J = 
8.0 Hz, 2H) . 1.52 (d, v7 = 7.4 Hz, 2H) , 7.68 (d, J" = 7.4 

Hz, 2H) , 7.87 (d, J" = 8.9 Hz, 1H) ; HRMS . ffg 

C 40 H s4 NjO 4 S: 574.3992. : 674.4005. 

ffij 14 2 7 

[0416] 
[ftl5 2] 




(4R - v-^) - N- (^yU^drV^^/W) -N- [ [4- [ [3- [3, 3- 
(^f/V7 5/ ) -2, 3, 4, 5-fh7t Kn-4-t K 
Ddr->-l % 1 -v^^-drv^ K— 1 — <W^ciit 0 >- 5 — f/V] 7xyJr->] 
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2 9mL©DMF^144mg (3. 5 9^^K 6 0%«) «Na 
H©W*^ 1 . 5 g (3. 2 6$H^) <D5- (4' -tFP^x 

_ 7 _ (^^^/ur^y) fh7-tKa^y/fi^-i> i- 

i?*df-i/ K (il 4 0 2©IglO ^-C-g-Efc) $r83HI U £ CtcmmZ 4 5 #fU3 
*<0&M^ 7. 13g (4 0. 7 5 5!)^) ^°°P 
-*^w«r*anu DMF^K'iiU 

[0 4 17] 
[fg8 2] 

l H NWR (CDC1,) 5 0.90 (q, SH) , 1.05-1. 55 
:.m. 11H), 2.2 (c, 1H) , 2.8 (s, SH) , 3.0 (q, 2K) , 4.1 
(d, 1H). 4.S (a. 2H), S.l (s,2H). 5.5 (s, 1H) , 6 .,0 (s. 
1H) , 5.6 (d,lK), 7.0 (d, 2H) , 7.4 (en. 6K) , 7.8 (d, IK) . 



3 0mLHDMFt©l. 03g (1, 7 2^^) <D? a a -^i^Uf HQ 

ft: (IgliaM) 1. 6 3g (8. 6$y^U) O^f^^^T 

ir^-hi:, 0. 72 g (8. 6?y^;v) M **<B»-&»t«^ 

[0 4 18] 
[^8 3] 
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l H NMR (CDCIJ 5 0.90 (q, 6H) , 1.05-1.65 
(m, 17H) , 2.2 (t, IK) , 2.8 (s, 6K) , 3.0 <q, 2H) , 3.55 
(s, 4H) , 3.95 (s, 2H) , 4.1-4.2 (m, 5H) , 5.05 (s, 2H) , 

5.42 (s, 1H) , 5.95 (s, 1H) , 6.5 (d, 1H) , 7.0 (d, 2H) , 

7.4 (S, 6H) , 7.8 (d, 1H) . 



J1U 3: 7;/^7v/>7K^ 

3 OmLcDTHF t 3 OmLOTfc^O. 8 6 3 g (1. 15?D^) <Dv> 
^V^/^^-r/U (Xfl2^T^J&) <t, 0. 2 3 2 g (5. 5 2 5K^) <D 
L i OH^^I^IiTt4 0°C^T4S#P^!i^L.fc o SJ^^^?r^0^/V 

[0 4 19] 
[i84] 

mp 175 °C; A H NMR (THF-dS) 
0.95 (q, 6H) , 1.05-1.65 (m, 11H), 2.22 ( c , 1H) , 2.8 (s, 
6H) , 3.0 (c, 2H) , 3.5 (s, 4H) , 3.9 (s, 2H) , 4.1 (d, 
1H) , 5.1 (s, 2H) , 5.4 (s, 1H) , 6.05 (s, 1H) , 6.5 (d, 
1H) , 7.0 (d, 2H) , 7.4 (m, 6H) , 7.78 (d, 1H) . rlRMS . 
Calc'd for C la H 4o N 3 0 a S : 695.3366. Found: 695.3359. Anal. 
Calc'd for C Ja H 5 <^ 2 O s S : C, 65.68; H, 7.25; N, 4.03; S, 
4.61. Found: C, 64.95; H , 7.32; N, 3.94; S, 4.62. 

ffij 14 2 8 

[0 4 2 0] 
Iftl5 3] 
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h V : 1© (4R - " 4- [ [4 - [3, 3-5>7^ 

, w _ 7 - -2, 3, 4, 5-Tb7tKP-4-tKP^ 

20 0mL©DMFt©12. Og (2 6. 15 5*^) ©5- (4' -fcK 
! K (FI1 4 0 2 (DXfS 1 0 \ZX&}&) omWmm^ 1 . 4 g (6 

a-C 1 *flMM* Ut. 5. 99 g (3 6„ 5=>y^/v) ©4-^!I/^a!)K 

o KJSifc&*?8-C?&*PU ^xf;vx-r/^0 4-f3!)/^D!) W« 
APbfCo RJCttSrM-Cl 7B#M«#Lfco »6«i:2 5mLOftfliJSftr^ 
= ^A-CflFJh$*. 6 0 0mL©^xf/K*tlRL, 4 x 2 5 0 m L <£>zK* ^ 

-Xprep5 0 0) UlJ: 9 , 11- 0 5g 01**7 7%) Of=.y^fl^i 

[0 4 2 1] 
li8 5] 
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(303) 



2002-519418 



; H NMR (CDCIj) 8 0.86-0.96 (m, 6H) , 1.02-1.32 (m, 
10K) , 1.58-1.70 (m, 1H) . 2.16-2.29 (m, 1H) , 2.81 (s, 
6K> . 3.07 (A3,, - 15.3, 49.6 K:, 2K) , 4.10 (d. J- 

7.5 Hz, IK), 5.15 (s, 2H) . 5.50 (s, 1H) , 5.94 (d, J - 

2.7 Hz, IK). 6.51 (dd, J = 2.4, 8 . 7 Hz , IK), 7.00 (d, J 
= 9.0 Hz, 2H) , 7.39 (d, 6.0. Hz, 2H) , 7.44 (s, J - 8.7 
Hz, 2H) , 7.89 (d, J - 9.0 Hz, 2H) , 8.63 (dd, J » 1.6, 

4.8 Hz, 2H) . 

Xg 2 : B3»jag)^ 

10mL(7)7th=MJ;Vi:3mL©^^DD^^ytcD0. 41g (0. 7 
4U^) ©fn y -A-4> ^ftc (IilttM) 13 7mg (0 

. 97?!) *r/U) <D 3 — * VSraSflP bfc Q ^t^Mf 1 6 R#ITO# U 
*<H^T% SES}^^— AT-eSMSbrt:. 6 0H5 5%Ozk/Tir h — h y/^&fiJ 

Mfe^O^ Lt, 0. 3 0 4 g (1R*6 0%) <DffiM<D*<4 hMk&VO&ftito 
[0 4 2 2] 
[«86] 

J H NMR (CDC1 3 ) 5 0 .85-0. 95 (m, 6H) # 1.03-1.52 (rn, 
10H) , 1.57-1.70 <m, 1H) , 2.12-2.27 (m, 1H) , 2.84 <s, 
6H) , 3.09 (AB q , - 15.0, 27.9 Hz , 2H) , 4.11 (s, 1H) , 

4.46 (s, 3K) , 5.37 (s, 2H) , 5.50 (s, 1H) , 6.07 (d, J"« 
2.4 Hz, 1H) , 6.61 (dd, J» 2.5, S.7 Hz, IK) , 7.02 (d, J" 
« 8.7 K2, 2K) , 7.48 (d, J * 7 .2 Hz, 2H) , 7.90 (d, J = 
8.7 Kz, 1H) , 8.14 (d, J = 6.3 Hz, 2H) , 8.8 0 (d ( J = 6 . 6 
Hz, 2H) . HRMS C 33 H 4S N 2 0 4 S : 565.3100. jjg^ : 

565 .3125. 
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(304) 



ift & 2002-519418 



M 1 4 2 9 

[0 4 2 3] 
Htl5 4l 




-4- C [4- [3, 3-*J7f-»-7- (^W^) - 
2> 3j 4> 5 _^i > 7tKB-4-th*n^>'-l, 1 -v^^-^v- K- 1 , 1 

(#iji 4 2 8, jini^x&j&) t°=>v^*mm. 5 g (n. q^v^m 

0X:KU0mI,<DT*b~hVMzMZ-1ZW:Wmm^ 1. 56g (14. 65 

6 . 14g (ibii:79%) tmbfrKo ^m^M^r-mm^x. m®%o 

*UmT± h=-bV^h^mit^X. 1. 09g (14%) Zfflto ±^X1. 23 

g (itz#93%) (Dmm.<DmMit^m^^^^^mMmt ux#fc 0 

[0 4 2 4] 
[H871 
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(305) 



2002-519418 



mp 232-233.5 °C ; l K NMR (CDCl,) 5 
0.66-0.76 (m, 6H) , 0.85-0.95 (m, 1HJ , 0.95-1.35 <m, 
9H) , 1.42- 1.54 (m, 1H) , 1.95-2.22 (m, 1H) , 2.50 Cs, 
1H) , 2.56 (s, 3K) , 2.63 (s, 6H) , 2.91 (AB q , J" - 16.5, 
24.0 Hz, 2K) , 3.88 (s, 1H) , 4.40 (s, 3H) , 5.21 (s, 3H) , 
5.78 (d, J = 2.4 HZ, 1H) , 6.31 (dd, .7 « 2.5, 8.7 Hz, 
IK) , 6.84 (d, J =8.7 Hz , 2H) , 7.31 (d, J= 8,4 Hz, 
2H) , 7 . 64 (d, J" = 8 . 7 Hz , 1HJ , 8.0 (d, J » 6.6 Hz, 2H) , 
9.02 (d, J"- 6.6 Hz, 2H) . HRMS §+3f[ C, 3 H« a N,0 4 S : 

565 .3100, ; 656.3087. 7n5^5>#f. f+3S 

Cj,H 49 N 3 0 7 S 3 : C, 61.79; H, 7.32; N, 4.24; S, 9.70. ^ 
: C, 61.38, H, 7.47; N , 4.22; S, 9.95. 



gjj 1 4 3 0 

[0 4 2 5] 
Hfcl 5 5] 




(4R->^) -6- [ [4- [3, Z-*J7*f-tV-7 - (^f;U7§/) - 
2, 3, 4, -fh7tKo-4-tKo^-l, 1 -v^^K- 1, 1- 

IS1 : ife^t 0 ^ y ^/j^ffl&O^fc 
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(306) ^2002-5 1 94 1 8 

TirhV (50mL) ICS- (4' -tKn^V7x^) -7- (*J*f-*T 
5y) f Fp ^/fify-l, l-v^dr-V (#U 4 0 2©Igl 0 

TTWctdX 1g, 2. U!)^) ^^^bfc^l-^TKKaCOs (0. 45g, 3. 25 

y^w) , a^bf h7^Wv^^i (o. ig, o. 25 y^) 

(l.2g, 10.85y^^) ^DxfCo 7 7*^fi 

ffi£-&tc 0 immWi. Rfcwz^-^^xft%iisX7kR-ty-77 4^ oomD -est 
&i,tc 0 mmm so* xf&mL>x. zmv, mf±rxmm\^tc a ^v*?* 

^7^77^ -&ffiXmm VX25%Et0kc/^^^Xmm Lfc t C 5. 0. 7 
5g (UXi55%) (DJU^^U/^Wt'f^ (0-70g, l|Jt*55%) t LT#b 

[0 4 2 6] 
[^88] 

*"H NMR (CDClj) 5 

0.84-0.95 (m, 6H) , 1.02-1.5 (m, 10H) , 1.56-1.66 (m, 

IK), 2.14-2.24 (m, 1H) , 2.80 (s, 6H) 3.05 (ABq, 2H) , 

4.10 (d, 2H) , 4.65 (s, 2H) . 5.20 (s, 2H) . 5.45 (s, 1H) , 

5.35 (s, 1H) , 6.50 (d, IK) , 7.0 (d. 2H) , 7 . 3 5- 7 . 50 (m, 

4H) , 7 . 70-7 . 85 (m, 2K) . 

DMF (20.0mL) li^^/V^o^-h (1.42g, 5. 01 5 V ^T^Lfc 

h<Dt7mik-thv *?J» (o.i3 g , 3.3^^) *«:«ufc=yir7 9^ = rt 

jfrffctf^ y,V<^#: (1g, 1.675 tr7Jax.T, 90°C<7)MT— S&ML 

fc 0 i©RJSI)^^Pt-C5%MM^f^>-eftlllU, 7K (25mL) bzT 
y^l" (50mL) T'gfe^bTto *^ilSrMgS04rtT*^br, ti^- a 

i«ll:C-18^*7^ltlitt, 50%Ti? y;u/7kxmmvtcb^?> 

try v?-/u-^d^— t^p^^ev^^— j^^m^m (ig> jR47i%) 
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(307) 



!&m 2002-519418 



[0 4 2 7] 
1*89] 



A H NMR (CDC1J 5 0.84-0.95 (m, 6H) , 
1.02-1.5 (m, 10H) , 1.56-1.66 (m, 1H) , 2.14-2.24 (m, 
1H) , 2.30 (s, 6K) 3.05 (ABq, 2H) , 3.22 (d, 2H) , 4.05 
(d, 1H) , 4.16 (t, 1H) , 5.02<s, 2H) , 5.08 (s, 4K) , 5.44 
(s, 1H) , 5.97 (s, IK), 6.96-7.10 (m, 3H) , 7.20-7.32 (m, 
12K) # 7.5 (t, 1H) f 7.9 (d, 1H) . 



Ig 3 : bf y i^A^O^ 

try v^/^d^ — h^Wft: (0. 6g x 0.7^!j^/K 2 frh%hthKi <D 
) , THF/tK (25.0mL, 1 : 1) 3tt^*Bt-ffc y 7K<b«! (0. 14 g, 3.45 JJ 

Rftfti^IKRtfx^r^ttliJ tt, 7K (20mL) &t>* 

W> (30mL) -CJSfe^Ufcp *W^HgS04rt^*a*U-C, 5ifi, MftSLfcit 
^5, ma<0«|B^-&»*sev^ffl»4fe (0.44g. Jfc*90%) <t LTittlfco 

[0 4 2 8] 

[t90] 



mp 105 - 

107 °C; : H NMR (CDCl a ) 8 0.84-0 .95 (m, 6H) , 1.02-1.5 (m, 
10K), 1.56-1.66 (m, lft) , 2.14-2.24 (m, 1H) , 2.80 (s, 
6K),3.05 (m, 2H) ( 3.10 (ABq , 2H) , 3.22 (m, 2H) , 4 . OS 
(S, IK), 5.30 (S, 2K) , 5.50 (s, IK) , 5.97 (s, 1H) , 6.50 
(d, 1H), 7.02 (d, 2H) # 7.3 (d, IK), 7.42 (d, 2K) , 7.53 
(d, IK) , 7.8-7.9 (m, 2H) . KRMS . ff^ C J5 K„N a 0 6 S : 

623.3155. ^ : 623.3188. 



M 1 4 3 1 
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(308) 



2002-519418 



[0 4 2 9] 
[ftl5 6] 



O P 




(4R-i/^) — N— {jj/]si$*Zsn>*?-'l') -N-. [C6-CC4-C3, 3- 
Vff-fr-l- -2, 3, 4, 5 — S T b7t Ko-4-t K 

^vU] - 2 - fc° y v^/Kl ^^/V] 

v;xf;W7$;v?7tf-b (8g, 685 y^W) «t^^ (0. 63 g 
, 5. 9 y^Dfltt (0.72g, 1.25 y*/K All 

4 3 0©lSlA»b*6ftfct)C) «tt, 160°C<7?^T-C% 3 R# fS« 
bfc 0 I©SS«^tt, a— ^/U-C#«iU-C, 0.1%**, * (25mL) , 
RTF??** (50mL) T?»l5#Ufc. * t fcfcfflm»*r*£rt-CllgS(k 

^-/W^^^/V^F^^IIfeolSVN^^-A^O®^ (0.72g. 1R*80%) 

[0 4 3 0] 
[^9 1] 
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(309) 



mWi 2002-519418 



l H NMR (CDClj) 5 0.84-0.95 (m, 6H) , 
i. 02-1. 5 (m, 16H) , 1.56-1.66 (m, 1H) , 2.14-2.24 (m, 
IK), 2.80 (s, 6H) 3.05 (ABq, 2H) , 3.70 (s, 4H) , 4.2-4.4 
(m, 6H) , 5.30 (s, 2H) , S.S6 (s, 1H) , 6 . 02 <s, 1H) , 6.60 
(d, IK), 7.10 (d, 2H),7.50 (m, 3H) , 7.61 (d, 1H) , 7.30 
(C. 1H) , 7.95 (d, 1H) . HRMS. ffg C 4l H J7 N 3 0,S : 

752.3945. : 752.394B. 



t°y ^7?/ T-t"r— h^m^ (o. 7g, o.93;U ^e/K ^ry/li? 

#b*L7ct>tf» <t. TK^by ^^A-tK^ (0.1 8 g> 4.5^y^/W) SrTHF 
/TklC^LfctO (2 5.0mL, 1 : 1) %40°C<D^j£TX\ — fi*JJH$ b 
fc (18B#^) o S^S^^^-7"/^#3BRL-C1%^, zK (20mL) , &t>* 
Zf^^O (30mL) -C?5fc^bfc 0 TOJl?:^i^T'MgS04 ^t^jiLT, 
li^Lfcir^, 0fM^f5^^7)5Sv^llff^ (0.44g, HXft90%) tLX# 
<b*Wc : 

mpl53-155°C;lH NMR (CDC1 3 ) 80. 84-0. 95 (m, 6H 
), 1. 02-1. 5 (m, 10H) , 1. 5 6-1. 66 (m, 1 H) „ 2. 
14-2. 24 (m, 1H) , 2. 80 (s, 6 H) . 3. 10 (ABq, 2H 
) „ 3. 9 0 (m.3H) , 4. 0 5 ( s , 1H) , 4. 4 0 (s, 2 H) , 5. 2 
0 (s, 2H), 5. 50 (s, 1H) , 5. 97 (s, 1H) , 6. 50 (d 
, 1H) , 7. 02 (d, 2H), 7. 3 (d, 1H), 7. 42 (d, 2H) 
, 7. 5 8 (d, 1H) , 7. 8-7. 9 (m, 2H) MRMS C1 7 H 4 9 N 3 8 SfCH L 
TfHMB: : 96. 3 3 1 9. ^Jg: : 696. 3331 0 

[0 4 3 1 1 
m 1 4 3 2 

[0 4 3 2] 

Htl5 7] 
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(310) 



m& 2002-519418 




( 4R _^) - [2- T2- [4- [3, 3-^^-7- (i?>f/W7 5 
/) -2, 3, 4, 5-rh7tKc-4-tKo^-l, l-^^rv-K- 

0.192g (4.7855 y^-/K 60%#MQ ON a H*28mL©D«Flu§^Lfcj§ 
ttSr«^b**se>, 2.0g (4.35 5 <75 5- (4' -bKP^7*=^) 

_ 7 _ f f7tKo^/f^t>-l. ( 

mi 4 2 ooxmi o*^#btbfct>©) ^px.> »b^fc»««:«iaia«T-e 

30#Rfl«#Lfc„ CO»tt»a3.2g (54.38 5 U^/W) <D\Z* (2-?u*^ 

[0 4 3 3] 
1^9 2] 
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(311) 



<&%t 2002-519418 



l H NMR (CDC1,) 5 0-90 <q, 6h) , 1.05- 
1.65 (m, 11H) , 2.2 (t, 1H) , 2.8 (s, 6H) , 3.0 (q, 2H) . 

3.3 (Z, 2H) . 3.9 (m, 4H) , 4.1 (d, IK), 4.2 (d, 2H) , 
5.42 (s, 1H) . 5.95 (s, 1H) , 6.5 (d, 1H) , 6.95 (d. 2H) , 

7.4 (d, 2H) , 7.9 (d, 1H) . 



TM2 : i?^* 1 rfr'¥fSMfc<o j &f& 

94mg (2.34^y^/K 60%#f!«£) ONaH?r45mL(DTHF(^^ Lfc t, <£> 1 15mL 
CODMFCM'a ^(COt)cDM^T"Cx 1.33g (4. 68 5 y ^-/l') ©v^^y^P^ 

f*#LT, -^(DJL 0. 95 g d.56=:y^/u) (Dy'^^^.—T^mW- (Iglfl* 

[0 4 3 4] 
[t93] 



; H NMR 

(CDC1,) 5 0.90 (q, 6H) , 1.05-1.65 (m, 11H) , 2.2-2.3 (m, 
3H) , 2.8 (s, 6H) , 3.0 (q, 2H) . 3.6 (t, 2H) . 3.7 (m, 
3K) , 4.1 (ra, 3H) , 5.1 (s, 4H) , 5.42 (s, 1H) , 5.9 (s, 
1H) , 6.5 (d, IK), 6.9 (d, 2H) , 7.3 (m, 10H) , 7.4 (d, 
2H) , 7.9 (d, 1H) . 



IS3 : ~i&Mm<D&f& 

v^xtvM). 761g (0. 933 5 V -t/U) CD^'x^f/^fH*: (^fy^2i>b# 



(312) SS200 2-5 1 94 1 8 

tch<D) 1 35mg<D1 0%Pd/ C £25mL<£>^ / -A-Stf 5 mLWTFW::*** Lfc^® 
«Sr«5aiBJETT?20p8l©**rt-C2«flB«l*bfc. SiSfc** 

[0 4 3 5] 
[^94] 



l H NMR. 

(THF-dS) 0.95 <q. 6H) , l.OS-1.85 <m, 11H) . 2.1 <q, 2H) , 
2.25 (t. 1H) , 2.3 (s, 6H) . 3.0 (t, 2H) . 3.47 (q, 2H) , 
353 (a, 1H). 3.76 <t. 2H) . 4.08 (d, IK). 4.15 (t, 2H) , 
5.4 (s, IK). 6.05 <s, IK), 6.55 (d. 1H) . 6.98 (d, 2H) , 
7.42 (d, 2K), 7.8 (d, 1H) . HUMS. Wr* C„H«,NO,S : 

632.2893. fc*^: 632.2882. TtMWfc . C»H,,NO,S : 

C. 62.54; H, 7.47; N. 2.21; S. 5.06. : C. 61.75; 

H, 7.56; N. 2.13; S, 4.92. 



i!43 3 

[0 4 3 6] 
Hfcl 5 8] 




( 4R _^) - a - [ [4- [3, 3-^^-7- - 
2> 3> 4> 5 _ f h 7 t Kn-4-tKn^-l, 

1, 2-^^>v ? ^>'W 
100m L (Dlft^ ^U^lC20g<D* / zcfvl^-^UPEGlOfca* bfd^^2. 2 g 
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(313) 2002-519418 

(22 5 y ^r/u) <D V V ^=3->VT 5 vSriP^-C, %h^tzMWL\zsfQXl. 5g (22 5 
[0 4 3 7] 

Xg2 : 7Ky xfuyjfe^y/fxxyg)^ 

38mg (1. 52 5 y ^A-) CONaHiO. 7g (1. 52 5 V ^JV) <D 5 - (4' — tKodp- 
i/7i=/u) -7- (^xf/u7§/) 7" h9 t KP^yyfxtfy- l , 1 - 
W 1 4 0 2<D*Ty7'l0frb'&ibthtih<D) £5. 5mL(^DMFf^^bfc 

t<o<7>ffl^****^rt"C«jaiaflET'e3o^i»i!Jitf u/t. r©ii(^tt, 

h PEG* Bfl# (X^tl ^Mt^fc 0.55g (0. 515y^E-A) £5.5 

. DMF^^/£TT'W*bx, m^m^mt^^^^xmtavx, ^xm& 

o 

[0 4 3 8] 
li95] 

*H NMR (CDC1,) 5 0.9 (q, 6h) . 1.05- 
1.65 (m, 11H) , 2.2 (C, 1H) . 2.8 (s, SH) , 3.0 (q, 2H) . 
3.4 (S, 4H5 , 3.S-3.S5 (m, 95H) , 4.1 (s, 1H) , 4.15 (=., 
2K) , S.5 (s, 1H) , 6.05 (s, 1H) , 6.6 (d, IK), 6.9 <d, 
2K) , 7.4 (d, 2H) , 7.9 (d, 1H) . 

^14 34 

[0 4 3 9] 
Utl 5 9] 
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[0 4 4 0] 

mi 3 9 8 -CfbHfc 3 -7 ^ / -<yy^ (0.38g, 0.8285 V 

. zk^fl^b » "7^ (0.35mU 0.8755 V^/K *f*Jfc10%) 
V (0.50ml) &0^&7 7X = H"em*-&t>tt. Sft7 7^n|rli^t 

(i.440g, 1-105 U^/K CH2 Cl 2 /THFI*HC12%) ££PX.fc 0 3. 
5^Fltl- (3.0mL) SrflPxT. *<Dm&®*fc (2x4mL) Ti5fe#L 

T\ (NlgS04) , XS*-C5ifiL *«&Lfc 0 ^y*^±^75r>a^ 

pT ^ 97<f -^ 0 t»», 20%EtOAc-C«f«tb, M£.*X*WkMlstzkZ?> 
U^WfrV! (0.269g, 1R*56%) tm^tlfCo 
[0 4 4 1] 
[^96] 
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(315) 



m^. 2002-519418 



1 H NMR (CDCI3) 6 
0.97-0.93 (m, 6K> , 1.05-1.70 (m, 11H) , 2.14 (Z, J= 6.3 
Hz, 2a), 2.15-2.25 (m, 1H) , 2.81 (s, 6H) . 3.07 (ABq, 
2H) , 3.64 (C, J = 6.3 Hz, 2H) , 4.11 (d, J = 7.5 Hz, 
1H) , 4.33 (C, J = 5.0 Hz, 2H) , 5.50 (s, 1H) , 5.99 (d, J 
= 2.4 Hz, 1H) , 6.51 (dd, J = 9.0, 2.7 Hz, 1H) , 6.65 (s, 
1H) , 7.23 (d, J = 7.8 Hz, 1H) , 7.34-7.39 (rn, 2H) , 7.54 
(d, J = 7.2 Hz, 1H) , 7.89 (d, 8.7 Hz, 1H) . KRMS (M + 
H) . ft* C30H44N2O5SCI: 579.2659. : 

579.2691 . 

W1435 

[0 4 4 2] 

Hki6 0] 




H 



[0 4 4 3] 

1, 4 —*?7W*/9 p (2, 2, 2) Hr9 9^ (0.0785g. 0. 700 5 V 
) tT± h~h V /V (I.OmL) &\0mL(O%m.7 7*=iftX*%&3*'kfr J £tz. a ^<DR 

M 1 4 3 4 CO^^c'^ (0. 250g, 0. 432 5: y ^/V) £r7"i? h ~ h y ;V (2. 50mL) m 
^^Lfc^M^PxfCo 2.5B*|HJ«, 1, 4-^7ft'-^n (2, 2, 2) 

(0.0200g, 0.178^ y^e/W) %to*-1to 64B#ffflgL 1, 4-^7ft'>' 
(2, 2, 2) Hr9 4r> (0. 0495 g, 0. 437 5: y ^-/U) SrAPX-fco 24B#p B lt& 
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(316) HS2002-5 1 94 1 8 

-feh^hD/U (2.0mL) IC^^LX, renvoi— tvV (lO.OmL) T^th^-fr^ 
o ftJRfcSrSiflUtfcw*, S^mmmmbiritio r<05iflfeS:*9iSU-C*» 
iJiTT'IliLfctr^, ev^@^« (0.085g, 4X*62%) «r#fc. 

[0 4 4 4] 

[*9 7] 

tnp 218.0-225.0 °C; 
NMR (CD3OD) 5 0-90 (m, 6H) , 1.0S-1.S5 (tn, 10H) , 
1.16 (t, J = 6.6 Hz, 2H). 1.78 (m, 1H) , 2.12 (m, 3H) , 
2. 76 (s, 6H) , 3.10 (m. 2H) , 3.17 (C. J - 7.2 Hz, 6K) , 
3.30-3.50 (m, 8H) . 4.10 (s, 1H) , 4.21 (t, J = 5.4 Hz, 
2K) , 5.31 (s, 1H) , 5.10 (s, 1H) , 6.55 (d, J - 7.2 Hz, 
1H) , 7.25 (d, J - 6.9 Hz, IK), 7.33-7.42 (m, 2H) , 7.56 
(3, IK) , 7.76 (d, J = 9.0 Hz, IK). HUMS . ffjf 
C35H35N4O5SCI: 655.3393. : 655.3830. 

ffij 1 5 3 6 

[0 4 4 5] 
Htl 6 1] 




H H 



[0 4 4 6] 

IS1 : 

[0 4 4 7] 
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(317) 



m& 2002-519418 



HC16 2] 




[0 4 4 8] 

3-^BP^fMy^;i/fiftft (2. 25mL/15. 8 5; y^/l^) iTirh^ (8. 
OmL) &25nL%&7 7X=*ft'?1IB.fr&t>1t1Z 0 r 7* = fcO'CS-CttSP b 

T, h y ? AtK^^ (l.56g£5.50mL/24.0 5 ]) *MZL&fr\^1ti><D) . 

^PX.fdo Rj£»£"4fe«r** (80. OmL) fc&V*-C, zc^yWai— ^ 

(2x25mL) T?fflfcH«rfTV\ b '(HgStU ) U iHTtitLfci r6> 

tefecDTMVU (2.660g, 451*86%) ^#btb7^ 0 
[0 4 4 9] 
[*9 8] 

X H MMR ( CDC1 3 ) 5 4.62 (s, 2H) , 7.47 (c, J = 7.8 
Hz, IK) , 7.6S (d, J - 7.8 Hz, IK), 7.99 (d, J = 7. a Kz, 
1H) , 8 . 05 (s, 1H) . 

IS 2 : 

3-^DD^/Ky^;^7v?K (0. 142 g „ 0. 726 5 U <t 
(2. OmL) ^10mL^7 7^ = -em^^>ii:fc o £ 7* = Srft*^f^-C^ 

«a*-cj^*Pb-c, «i 3 9 8oi@5-ei§$i£;ixf£3 -r ^ s^^s^-r^s ( 

0. 365 g, 0. 796 5:y^U) &1]\}Z_tc 0 2. 25B#Rflt& > £ <D?m^^50 £ C{^Pi*i bfc 
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(318) #8200 2-5 1 94 1 8 

e o.i5mmm^ 3-^D>f/Ky^^7i?K (o.025g, 0.1285 y^e/u 

) zmux, ^vx^^m^um, mm,z^tc 0 o.5\%m&. *<D%.i&m& 
m^m^x^n\.x. m^rxmrnvtc. s/^^i^^r^^^b 

fil^* — A^(Dia^(0.309g, l&462%)^#bfrfc 0 
[0 4 5 0] 
1^9 9] 

lH NMR (CDCI3) 6 0.71 (t, 
J = 5.4 Hz, 3H>, 0.88 (t, J - 5-3 Hz, 3H) . 1.03-1.60 
(m, UK) , 1.85 (d, S.3 Hz, 1H) , 2.27 (m, IK), 2.76 (s, 
6H), 3.15 (C, 2H) , 4.17 (d, J = 6.6 Kz , 1H) , 4.48 (s, 
2K), 5.42 (s, 1H), S.07 (s, 1H) , 6.99 (d, J = 7.5 Hz), 
7.18-7.25 (m, 2H) , 7.30-7.41 (m, 3H) , 7.63 (s, 1H) , 
7.86 (d, J = 9.0 Kz, 2H) , 7.96 (s, 1H) , 8.17 (s, 1H) . 
HRMS (M + Li). ft|£ C34H44N3O4SCIL1: 

632.2901. : 632.2889. 

m 1 4 3 7 

[0 4 5 1] 
[ftl6 3] 
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(319) 



Qfrm 2002-519418 




[0 4 5 2] 

1 -4-i?TlF p (2. 2. 2) ytrWl/ (0. 157g, 1.405 U ^A-) £ 

7t h-hD;w (LOOmL) £ 1 0mLjftJg 7 7 * ftT^M^-tirfCo . :©Sl57 7 

0.262g, 0.4185: y^e/U) Sr7t h^HJ^ (2.70ml_) l^^Lfct^S^D^fc 

IS:^£5i®U ^fvw • ^— 7vVTi5fci$bT£v^7F^ (0. 250 g> HX*80%) &s 

[0 4 5 3] 
[tlOO] 
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(320) 



#S 2002-519418 



rnp 246.0-248.0 °C; X H NMR (CD3OD) 
5 0.83 (m, SK) , 1.03-1.55 (m, 10H) , 1.76 (m, IK), 2.11 
(m, IE). 2.74 (s, 6H) , 3.11 (m, 8H) , 3.37 <m, 6H) . 4.12 
(s, IE), 4.39 (S, 2H) , 5.31 (s, 1H) , 6.11 (s, IK) , 6.52 
(dd, J = 8.7, 1.8 Hz, 1H) , 7.09 (d, J = 7.2 Hz, IK), 
7.23 (d, J = 6.9 Hz, 1H) , 7.32-7.38 (m. 2H) , 7.47 (m, 
2H) , 7.S8 (s, 1H) , 7.73 (d, J = 8.7 Hz, 2H) . HRMS . 

%VM C40H56N3O4SCI : 702.4053 . ■ 
702.4064. TtmftVT. 9fM C40HS6N5O4SCI: c, 

65.06; H, 7.64; N, 9.48; S, 4.34; Cl , 4.80. : C, 

64.90; H, 7.77; N, 9.42; 5, 4.16; Cl , 4.89. 

m 1438-1454 

^1 4 3 8-^14 5 4^<D4t&m**mx-±K^tc^izfrtemk<o& 

[0 4 5 4] 
[ftl6 4] 
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(321) 



Hfc 2002-519418 



Me 2 N 




,5m 



1438. 



1439. 



1440. 



1441. 



1442. 



1443. 



1444. 




O 

N O 
H 

O 

O N 
H 



Cl 



Cl 



'Cl 



H 

N_^C0 2 H 



"V IT 

H O 
O 

x 

NH 2 

i 

H 

■ < 

H H 



O r^ri C1 r^N 



N N 
i i 

H H 



1445. 



i 

H 



Cl 



1446. 



NH 2 



H CO-,H 



[0 4 5 51 
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(322) 



m& 2002-519418 




m 1 4 5 5 

[0 4 5 6] 
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(323) #3c 2002-519418 

[fkl6 6] 




[0 4 5 7] 

Ml 3 9 8©lS5W3-75 7 ^<^y^Jit°>- (0. 01 6g/0. 03605 ]) 
, M-NC0-5000 (0. 1 50 g /0. 30 5 V ^-/U) b v'-PEG-NGO, MW5000, She 

arwater Polymers Inc. , 2130 Memorial Parkway, SW. Huntsvi I le, A lab 
ama 35801 fr^MA Lfc h<D) tCDCLs (0. 7mL) &8mmNMR^3- — yfaX'tg-g-g- 

t>ittc 0 i2^mm. 5Lfou&yo%5o°ciz.tomi>tc 0 imv^qk, mi 3 9 8©ig 

5 0O3-T 5 7-<^y'^^t: 0 ^(DSlJ(DTy ra— h^p^f Co 248^^ 

& 2mLXf/vlC&\^X. ^Uf;tf*T^— v^LTi^g, gli^^fco #kn/c6V^ 
S^^AP^^/V^— (2.0mL) ig^^A- (0. 057mL/ 4 Jjg) iC^ftt 
> #iM* itmtSIt, *>i®Lfc„ «t««|fe (TLC : Si 02 • 80%E t OAc/ ^^rif^) ft 

bfc^r^, S^WiteVB (0.0838g, JR*51%) i>mbtltz 0 
[0 4 5 8] 

[iioi] 
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(324) 



2002-519418 



X H NMR ( CDCl 3 ) d 0.32-0.90 (m, 6H) , 
1.05-1.49 (m. 14H), 1.18 (C J = 6.8 Hz, 2H) , 1.59 <bt, 
IK). 2.18 (be, IK), 2.34 (s. 2K) , 2.78 (s. SK) , 3.04 
<A3q, 2H), 3.35-3.80 <m, S2SH) , 4.09 (d. J = 7.2 Hz, 
2K) , 5.42 (s, IK), 5.78 (s, IK), 6 .04 (d, J = 1.6 Hz, 
IK), S.47 (dd, J = 6.4, 3.2 Hz, 1H) , 7.G7 (d, J = 7.6 
Hz, IK), 7.31 (bs, IK), 7.60 (d, J = 7.6 Hz, IK), 7.65 
(S, 1H) , 7.85 (d, J » 8.8 Hz, 1H) . 



[0 4 5 9] 
^J145 6 

[0 4 6 0] 
lit 1 6 7 ] 




[0 4 6 1] 

0.845g(10.7S y*A-)*>5-R- [4- (2-7*P^f^h^» 7^- 
/u- 3 , 3 - 7 - ^ 5 y - 4 -R- t Kb * *s*<Wf-^ tr 

y-!, i-^^K (#ij3 2<DX@l) , 11.45g©^xf/W$/7-fer 
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(325) 



2002-519418 



, CH2 C 1 2 L fc„ CH2C 1 zM*??^ lsX*m&. (MgS0 4 ) 

. M^Xmm^tz.0 ^?|H5t o r r T-120°CO^T-C'KugelrohrWL 

T25ml07KSrfS-g-bfctj^Sr45°C^^TT'3 BM^fL, KSf "C«|«|$-Br-C 
, f h7t Ko77>^'5i^fc 0 ^«9 07K^MSr25ml<^7K-C#f^b-C, pH 
&2fOWflSU CH2CI2 (2 x50ml) X$iiii$:ffofz 0 CH2 C 1 2 A&ftgg ( 
MgS0 4 ) , IStfli^ffco «ofc@^S:»PfKiCH2Cl2^»b-C, 
/U-e»KlUfc. fctlS^SrHUBiLfci: r. 5, 0.86g<©@7f^ MS (BfttFAB) % m/ 
e 6 8 5 (M* +Na) *S^P>tufc„ 

[0 4 6 2] 
ffij 1 4 5 7 

[0 4 6 3] 

Mfc 1 6 8 ] 



[0 4 6 41 

500mg(DFjfM<£> 5 - (4' -t Kn^^7i^V) -7- (^f^7$/) 
7h7t 1 — v ! ^^v / K (-0"J 1 4 0 2 COI^Ie 10) ( 

1.095 y^-/W) ^SmLO^^f^/V-^T^ Ri^^LfCbOSr, 36mg<7)95%Na 
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(326) #31 2002-519418 

H (1.415 y^rA) £5mLtf)^^A*AAT$ KlCg^tfc^i(-*#t/£^ 

K7-rT-f^m^-e-io o ccD^-ca^T^qx.fc 0 #ib*WiMc£-io 0 c 

<DSJtT-C30^^*#bfc o W-1.25g©l, (5. 45 5 V * 

AO £5mLO^^A*AAT5: Kfc»a»Lfc**£*ll*.fc. 3 & 

6> 470mgGQ|Mt:^^W (flX*71%)*se^@^i: UT#bttfc 0 
[0 4 6 5] 
[f!02] 



*H NMR (CDCI3) 

60.91 (m, SK) , 1.20-1. 57 (m, 13H) , 1.80 -2.00 (m, 4H) , 
2.22 (m, IK), 2.82 (s, 5H) , 3.03 (Aha. 2K) , 3.4 6 (c, J 
= 5.9 Hz, 2H) , 4.00 (c, J = 6.3 Kz, 2H) , 4.1 (s, IK), 
5.4 9 (s, IK), 6.00 (d, J = 2.4 Kz, IK), 6.52 (dd, J = 
9.0 Hz, 2.7 Hz, IK), 6.92 (d, J - S.7 Kz, 2H) , 7.41 (d, 
J = 8.7 Hz, 2H) , 7.90 (d, J = 8 . 7 Hz , 1H) . 



400mg<75j|M>«^ (0.66$ AO £2mLtf>hy;* (hy^f/^D^) 

^ ^ ^_ h u/t«f«tS:»#u** s t.ioo'cossT— a*aats*7h. 

fczkffisiSSrCHzC 1 2-Cttffi^/i^tfc 0 CH2C 1 2*§*K«rMgS04 rtt«Lt, JC^* 
fli$*fci:l5, Hfe*75S^ofc^A^^L7c 0 C<D^--T AfcCfcC 1 2 

i*nc^u-t, m^^^mmt^tz.t^^. 202mg<Dmw.<D^.^ (nx*5 

0%) >0sev^@^<k U-C#btLfc 0 
[0 4 6 6] 
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(327) 



#^ 2002-519418 



[^103] 

lH NMR (CDCI3) 5 0.90 (m, 6H) , 1.14-2.10 
(m, 21K) . 2.81 (S, 6H) , 3.07 (ABq, 3.98 (m, 3H) , 4.11 
<s, 1H) . 5.48 (s. 1H) , 6.02 (d. J - 2.4 Hz, IK), 6.53 
(dd, J - 8.9 Hz, 2.6 Hz, 1H) , 6.91 (d, J~ = 3.1 Hz, 2K) , 
7.40 (d, J = 8.1 HZ, 2K) , 7.89 (d, J" = 8.4 Hz, 1H) . 

fflj 1 4 5 8 

[0 4 6 7] 
[ftl6 9] 




C0 2 H 



[0 4 6 8] 
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(328) »3J 2002-519418 

0.325g (1.78g) (D5-^/V*/hTh7/-^t>y 9 1.0g<Z>& 

, 1.06g (1.745 y*^) 0 5-R- C4- 7cc~/U- 
3; 3_ i ?/ f;1/ -7-^f/V7^-4-R-t Ka^y/fxtV- 
lt ! _ ^^ix k 1 4 1 3 ©IS 1 ) SrAP*.fc« :oSf£?i^S:ttat 

0ml) rt-Ci#tfc, P^tD^Jt^C, r<D^«(i^-^/i-S.^7Kii©M*- 

tt-fk**, cH2CiiT?i*mt-* a »tfc. r.«>cH2Ci2»S:«iftS* (Mgso 4 ) 

[0 4 6 9] 
[^10 4] 



MS (negative FAB), m/e 686 (M* -1); NMR 
(CDCl,). 8.0 (d. IK. 7 Hz), 7. SO (d, 2H, 7 Hr) , 7.00 
(d, 2H, 7 Hz), S.7 (d, 1H, 7 Hz), S.2 (s, 1H) , 5.6 
(s, 1H), 5.15 (s, 2H), 4.2 Is, 1H) - 4.1 (s, 2H) , 
3.7(s, 2K) , 3.1-3.2 (ABq, 2H) , 2.9 (s, SH) , 2.3 (t, 
2H, 3 Hz) , 0.9-2.0 (m. 24H) . 



m 1 4 5 9 

[0 4 7 0] 
lftl7 0] 



(329) 



200 2- 519418 




OH 



Bu 
"8u 



HN' 




[0 4 7 1] 

(4R-^) -1- [N— [3- [3, 3-Z?z7^^-7 - 
) -2, 3, 4, 5-f h7t Ko-4-t 1 - i?st*-> F - 1 

] 7x-;W7tb7^ K] -4-7f-i-7y* 
— T\fisW [2. 2. 2] t^y^nU K 

mi 3 9 8coxm5-e#^c$nfcT-y i^mmw- a.og, 2.2^y^w 

^un^^ dOmL) ^75> Lfc^M£^*#XTV 0°C<D?Uj£-t\ N, N-v* 
-^ y 7°n t>-xf-;l,7^y (0. 53mU 3. 1 5: V ^/K 1.4^4) T'fciLt*\ 
£>\ lOrftfiHTWt-C, ^oa7-lrf-/^Dy K (0. 21ml, 2. 6 5 y ^/K 1.2^4) 

-frfc 0 r<D2g-g^& lNi&$? (25mL) ^PX-T^it zRJI Srgl^^fvV (2 
x 25mL) -CtttH Lfc 0 ^ C <9 ^tL^^tttttb^^^P^^b-T- h V V A?X 
JgSc (2x25mL) t77-fy (30mL) T'^tt, ftjRL (MgS0 4 ) , il*f£-tf: 

0 ^(D^^U^^mU^X^-^^ (50mL) -C?5fe#bfci^6, ^un^/l- 
tpffiVf (0.74g, XJX*63%) ^#^75>ofclt&<D!Sffi^i: U-C#btVfc 0 

[0 4 7 2] 

K105] 
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(330) 



2002-519418 



: H NMR (CDClj) 5 0-95 (m, 6H) , 1.15-1.71 
(br m, 11H) , 2.24 (m, 1H) , 2.85 (s, 6K) , 3.12 (ABq, J « 
15.0 Hi, J = 48.8 Hz, 2H) , 4.15 (d, J = £.2 Hz, 1H) , 
4.23 (S, 2H) , 5.S7 (S, 1H) , S.05 (m, 1H) , 6.58 (dd, J- 
a.9, 2.4 Hz, IK), 7.37-7.49 (m, 2H) , 7.79 <d, J - 8.5 
Hz, 2H) , 7.94 (d, J = 8.9 Hz, 1H) , 8.30 (s, 1H) . 



Tirb^hy/V (IraL) I^nn7tf/Vf^ (26mg, 0. 05 * ]) ^/V) \zM 

fr\^tz.mm i kmmx*ft. 5o < c^^tt% ^t-/^o [2. 2. 2] 

?ls (DABCO, 10mg, 0.09$y*A\ 1.8H34) T?«HfC, 5tfC©i&«*-C2li#ra 

£*Lfc 0 #fettfcfiv^@^«jS:iaiRUX, fb7^f^-r/v (25mL) nmfr 
bfci:^5, ^IE<7)jb^(17mg, 55%) # &v^*NM4H7g* £ bt#bttfc 0 

[0 4 7 3] 

[tl06] 



NMR (CDC1,) 5 0.83 (m, 6H) , 1.08-1.42 (br m. 8H) , 1.45- 
1.80 (br ra. 4H) , 2.14 (m, 1H) . 2.75 (s, SH) , 3.08 (ABq, 
j = 15.1 Hz, J = 34.3 Hz, 2H), 3.21 (m, SH) . 3.79 (m, 
6H), 4.12 (S, 1H), 4.62 (s, 2H) , 5.41 (s. 1H) , 5.99 (m, 
IK), 5.48 (d, J = 8.9 Hz, 1H) , 7.33 (m, 1H) , 7.70 (br 
s, 1H) , 7.87 (d, J - 8.S HZ, 1H) , 7.93 (s, 1H) , 11.3 
(S, 1H) ; HRMS. ff-Jf C 14 K 11 N,0 4 S : 611.3631. : 

611.3538. 



m 14 6 0 

[0 4 7 4] 
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(331) 



2002-519418 



[fki7i] 




o 



[0 4 7 5] 

[0 4 7 6] 
[ftl7 2] 




X/U7!)Mn!IF (27. 552g/2Q4. 1 ? U -t/V) i^nn^A (50. OmL) £r 
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(332) ^2002-519418 

mmmw&m'owrt* o°c(c<£*pbfc 0 ip^m * / ^t^t- h as. 

902 g /99. 9 ^ D *M iMJxf/U75> (10. 112g/99. 9^ V <Dlfem. 

R^jft^srMs^tas^fc. 2tm&. RjESia^**:** doomD 

v>"C, i<ffi^Ufco LT, lO%****(50mL)RtJ«?^»bfc* ( 

2x50mL) -?8fc8K KM (CaCIa) . 2>ifi U XS^T'Ittfci: i 5, SftiBfi. 
©JKfls: (5.706g/20g) j&S^btbfco 1H NMR (CDC 1 3 ) 5 1.30 (t, 6H) 

4.23 (q, 4H) , 4.38 (s, 4H) . HRMS (El/M + H) . CsHi bNOsSCI t£Ol 
f+^ 0 288. 0300 tmWo 
[0 4 7 71 
TM2 : 

[0 4 7 8] 
[^17 3] 




[0 4 7 91 

mi 3 9 8<DT.U5<D3-T ^ (0. 503 g /I. 097 ^ U , 

h/urc^ (5.00mL) , V tT/Uoi^ |^>T 5 V (0. 148 g /I . 148 5 V 



-332- 



(333) #S 2002-519418 

^ jv? P il K (0. 650 g /2. 260 5 y ^/V) %2SmL%&y 7^=1 X^&M&fr-ittc 
$ fbt-jiB^nift&v^ tVW^^WVT $ ^ (0. 074 g /0. 574 5 ]) ^JU) 

tit^f-M 5 y i?T-ZT— hxsufc— u y k (o. 181 g/o. 628 5 y 

^^JPXLfc. r^^^l^TKttNaHCOs (25mL), zK'&NaCI (25. OmL) "Ci5fc# x ( 
MgS04) X^^T'iftli^-frfCo >>y*yyvSrfiJffib-C7 7y>3.^i3-v 

77^ -TiM u-c3o%^^^/^^-y->-e^si U nag*-?***** t 

w^, (0. 349g/45%) flq#fb*L7c: 0 

[0 4 8 0] 
[lbl0 7] 

lH NMR (CDC13) 5 0.91 <m, 6H) , 1. 10-1. 70 (m, 10H) , 
1.27 (t, J = 7.2 Hz, SH) , 1.90 (rn, 1H) , 2.21 (m, 1H) . 
2.31 (s, 6H) , 3.09 (dd, J = 3S.6, 15.3 Hz, 2H) , 4.11- 
4.24 (m, SH) , 5. SO (s, 1H) , S.99 (d, J = 2.4 Hz, 1H) , 
6.51 (dd, J = 8.7, 2.4 Hz, 1H) , 7-24-7.33 (m, SH) , 7.44 
(bs, 1H) , 7.90 (d, J = 9.0 Hz, IK). HHMS (ESI/M + H) . 

ft* C34KS2N3O9S2: 710.3145. ft*: 710.3153. . . 

*m<DJlU2X*MM£tltc^>'^?-^t°^ (0. 224g/0. 3165 V if h 

7tKn77> (LOOmL) %\QaL%&.7 7 * = ft^Sif -^fcHtrifc,, ^(Dfcfo7? 
^n^li^tvN-v'lt, flftttfco 7X (0.50mL) t^LiOH. 

H2O (0.030g/0.715 5 y ^/W Sr»36»U*:»»tS:JPJtfc. 4R*ITO, ^fb^ilAP 
ift&LiOH. H2O (0.015g/0. 3575 V 5r*nx.fc 0 30$Hfc, * (6. OmL) SrflP 

fcfco ^nk<^7M£M-8^£v ; ^/^— tvU (4x4.0mL) U 3. ON^ 

HbKi»K(0.40inL)-e«tt^U/t. 18H#WSL Sv^ttJR<»asm^*^ r*L«:6jfl 
U 7K (2. OmL) Ti$fc#U tUTHatTfilL-fc. 7"feh=hy/U/W 

tvi^ h ©sMi tiot, ev\^ H B B t4ia^ (0. io9 gx iix*53%) tmhft 
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(334) 



#S 2002-519418 



[0 4 8 1] 

mi 0 8] 

NMR (CD3OD) 5 0.89 (m, 6H) , 1.05-1.50 |in, 10H) , 1.68 
(ra, IH) , 2.16 (m, IH) , 2.89 (s, 6H) , 3.13 (m, 2H) , 4.07 
(s, 4K) . 4.18 (s, IH) , 5.45 (s, IH) , 6.52 (s, IH) , 6.93 
(d, J = 8.7 Hz, IH) , 7.19 (d, J = 5.6 Hz. IH) , 7.35 (ra, 
3H), 7.70 (bs, IK), 7.99(d, J = 8.7 Hz, IH) HHMS ( ESI/M 
+ H) . §+j? C30H44N3O9S2 : 654.2519. : 

634 .2512 . 



_ 7 _ (^^75;) fh7tKo^/f^^-i. l-mvKt 
imC-ofi*>ft*i§£\ iixttft^Jtt^^WbStL'C^IBflcS- (4' -fcKo* 

**^K#?&fc$*V 5- (4' h*^?*-^) -7- 

^5- (4' -tKP*V7s=/v) -7- (^f/v7 5y) rh?tKo 

X.tt\ Chiralpak AD# 7 J»t£ 7 A^ffiV^ 220raKO«ft-C3i^ / 

^flseimn (5%-10%^^7-^v/v) &fflV^, «!iJ1 3 9 8 a©^7 
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(335) 2002-519418 

[0 4 8 2] 

mm^, &&&*m#5- O' -y- y*-s7^=.jv) -7- (^^75 

y ) ff7t Kn^y/fxt'y- 1 , l ->?^-^-> KSriiC-CfTt?tb5^, 
^^i^lcj&y fvWbLT, «fffift:5- (3' -t Kp^^7i=/u) -7- ( 

, ^LT5- (3' -y V*^Z?il=.jV) -7 - (^f/U7^/) rf7t K 
n^^y*^^- l, l-^^KIi^L<ll fifty f-Mtff>m^9/^ 

kKP^7i=/i/) -7- (^f^7^/) ff7t Kn^y/fxt'y- 
[0 4 8 3] 

£<b^, ^aaciucstjc-rsffli*^, ^^^^^5- (3' sail* 4* - 

T=:/^3i^/W) -7- (^W^y) f h7t Ko^y/fxfy-l, 

six 1 1 te*frjts-t-s0!i<?xs 5 <DW.mzn^x, ^©M©ftf©i§t'i» 

*B*Ufc*Mft:5- (3' *fcte4* -7^/7xx^) -7- (^f;l^7 5 
y) fh7tKo^y/fxt'y-l, l-^-7K^#5ltm5t^ 

[0 4 8 4] 

J^T<£>#<Jl 4 6 1 ft-CaZ&^bnS «t P^^^^^^-jl^tt^^fflV^T 
, a*UV^fift<fett*S!ft5- (3' £fcfi4' -7^7xx;U) -7- (v?y^ 

[0 4 8 5] 
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ffij 14 6 1 

[0 4 8 6] 
lit I 7 4] 




[0 4 8 7] 

TM 1 : bJj_7_yy ^ frUgftcP'p-fifc 

fyv^V (42mL) (C10.17g (22.135 y^r/V) ©5- (4' -tKn^>7x 
_ 7 _ (o;^;u75y) fF7tKn^f^tV-l, 1 -i^-=* 
*>K (^1 3 9 8 aOlg7T?|^fcfcO) S:»^lxfc*«tSrai*^^rt*-0 
■C©ll«T"eHl7!ly^«*«l (4.1mU 24.4 5 y 1.1^4) ?riTlt 

bfco try ^^SrHS'p-CKiScU-C, #btLfc7t--r/v^7K^ (100mL) 4>-CSx9 

100mL) , 10%CuS0 4 (100mL) (lOOmL) Ti^LX, ^LT, Mg 

so 4 -e«u siflb-c, ro^^srv-y*^ 

»3ftS^^ofcJ|fe07*— A (I1.42g, 87.2%) ##b*bfc 0 
[0 4 8 8] 
[tl09] 
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*H NMR (CD 3 OD) 5 0.85-1.0 (m, 6H) , 1.0-1.13 
(m, 10H) , 1.76 <t, J - 12.6 Hz, 1 H) , 2.12 ( t , J » 13 
HZ, IK) , 2.79 (s, 6H) , 3.1-3.2 (q^, 2H) , 4.05 (s, IK), 
5.42 (s, 1H) , 5.88 (d, J = 2.1 Hz, 1H) , 6.59 (dd, J = 
8.9, 2.1 Hz, 1H) , 7.35 (d, J - 7.8 Hz, 1H) , 7.49 (d, J 
= 7.8 Hz, IK) , 7.57 (c, J = 7.8 Hz, 1H) , 7.65 (s, IK), 
7. 77 (d, J - 8.9 Hz, 1H) . 



11.41 g<D h V b (Jb©Igl^J*UfcfcO) , KR/^^^^dl) 

(433mg, 1.935 y^/K 10%^/l^— ir > h) . 9ir5{£2, 2' -tf^- 
( tf !7 ^ — /i^ — yU) -1, 1' -fcT-J-;7^yU> (1.41 g, 2.265 y^e/K 
12^-/^%) N ^VXtftm-ti/VJ* (8.86g. 27. 2 5^;K 2.0^*) 3r114mL<D 
fh7t KD77 ^l£i^Lfc?gf&{£6. 6mL (39.45 y^r/K 2.0^*) (D^ZsV 

[0 4 8 9] 
[*110] 

L H NMR 

(CDOD 3 ) 5 0. 8-1.45 (m, 16H) , 1.6-1.75 (m, IK), 1.9-2.05 
(m, 1 K) , 2.78 (s, 6K) , 2.98-3.15 (q^, 2H) , 3.88 (s, 

1H) , 5.17 (s, 1H) , 5.92 (d, J = 2.2 Hz, 1H) , 6.54 (dd, 

J = 9.1, 2.7 Hz, IK), 6.74 (d, o » 8.1 Hz , IK), 6.80 
(br S, 1H) , 7.0-7.12 (m, 2H) , 7.15-7.25 (m, 3H) , 7.35- 

7.52 (m, 7K) , 7.32-7.68 (m, 2H) , 7.71 (d, J = 7.9 Hz, 

1H) . 

IS3 : T^y ><D^J& 

19. ig (Wamm^mv. 35 y ^jv) cd^^^ (±<Dj:m2x*&j&vtch<D) 

**$/~)\« (200mL) \^fr\^tzMmz.^ ffim-t-bVVJ* (6.33g. 77. 2$ V 
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-e/K 4^*) (4.02g, 57.9^y^K 3^*) 

itmzmi*?-^^ (2x100mU lx50ml_) "CftlfflL*:. »i?£-:b*fc*r«M» 
*Z?=74^ (100mL) Ti$fc#U MgSCUrt-CftJftU £iBU * 

7 7^-HMt"C»l!!tfcir6, S*U^*Wte^asmfe<^*-A (8.64 

g, 1&497. 9%) £ LT#£>*Lfc 0 
[0 4 9 0] 
[till! 

S H NMR 

(CD,OD) 6 0.86-0.97 (m, 6K) , 1.07-1. 52 (m, 10K) , 1.76 
(t.'j = 12. S Hz, 1 H), 2.10 (t, J = 11.5 HZ, 13), 2.79 
(s, 6H) , 3-05-3.13 (qxs, 2K) , 4.10 (s, IH) , 5.22 (s, 
1H) , 5.19 (s. IK), 6.54 (dd, J 3 8.9, 1.9 Hz, IK), 6.58 
(d. J - 8 HZ, IK), 6.82 (s, IK), 6.86 (d, J = 7.2 Hz. 
13), 7.14 (C, J = 7.8 Hz, IH) , 7.73 (d, J = 8.9 Hz, 
IH) . 

TJt WiWs * T 1 '/^ I- *c ff t> tL 6 o 
[0 4 9 1] 

Hj AMfto#<D [ji_C] -^»Pn-;« (TO g )IJBAT«^^ 

fcMBAT (J^T> rH14«j £V^) ©cDNAia!)#^W 
^y^J-MMWl («T, TBHKJ *V*5) tr. 2 4ffl««f^ T 
5,^109 6 7x;H>77**!^hEi^V- HCT6 0. 0 0 0»/-7 
ic/V-C, 4 8l$W»3O,0O0l|Sfi/^/K\ 7 2B#^^® C I 3 ^1 

o.oo ojNMa/**^"Ci£*£*fc. 
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[0 4 9 2] 

Ty±4<DB, JNflJlS*Wf& 1 0 0 n 1 (4. 5g/L^-7t0. 2% ( 

w/v) <Dmti)i&7 V — t^skffiTJl'Zf^^- (FAF) BSA©fe5^^y 

^f-f-Wfi) T^L.<-tlIj5fe^b^ 0 ^-^/W^LT, Ty^^mm 

m^<Dnmit^(D2mmm<D5 o M £s r^/ir^ni^^e ^m[^c] 

^r>p3-^if (3fiM [i 4 C] ^>>P3i— A-®^<75:ft^Jg) ©5 0 ^ 1 
t t h^miN^tCo 0. 2% (w/v) (FAF) BSAmt 

5 y/w< y =i y y^tff^itM (pbs) i o o » l -e 2 @ft u < gfcif-f 6 

% (FAF) BSA©^U 0 0//L©4t<7)PBStl|E]lL<^Uc o 

ti^tuz, 2 o o /i l <D^->yf a ^yr t, ^ 

^— h^^^b-C^L, /<yft — K h yrf^s # is h^StCT^ ^ al/^<D$C&i• 
#^:■;£$y;£-r Stiff-. M"C3 0#^}g<t 0 Zl£fc 0 
[0 4 9 3] 

[1 4 C] -T?=- ^(D^m.^S.^'T^it^^KD-O-^ hvTy±4 
[0 4 9 4] 

(UneftilC: J: 5Biochimica et Biophysica Acta 833 (1985) 196-202G9 TMetabol 
ism of 3 a, 7 /3 -d i hydroxy-7 a -methy I -5 j3 -cho I ano i c acid and 3a, 7j3-di 
hydroxy-7 amethy I-5 i3 -cholanoic acid in hamstersj £r#Eg~f"<5 t <ti/\ ) 

a-*iC<ys*?~- 7 v Y (200<i!V^t30pg) Nt^fy©100mg 
/kg-C^^itfCo If^lO' ' f$©PR10fa-^ = a-l/}|A 
Lfc 0 /h£ftJl§£MttiU K««Lfc Q (1/8' ' <D 

jVT — u??^ 9gU*) **Ty? ^/h^M^f 11©^^?) 1 2 cmt* 
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(340) ^$200 2-5 1 941 8 

l-c) » bfc. 2 o m l ©ia*>v j/ = y v«ittw^a*«7K-e*>* p h 
e. 5 (pbs) zmrnvrm-tyt^hzm^mvito stip^zocm 

(0. 02' ' , I. D. xO. 0 3 7' ' O. D. ) "C 
A- a -HfAlfc, 5fiffi* = a-vSr*tt'K^^^*^ 25ml 

Slbfc 2. 0ml©3yhP-^t>^K5mM^!> 

pn-/HSSOfe50. 0 5 m i /ml -CO [i « c] -^B3-/V«!S) St 

/hj-v^u^, 2i#rao. 25mi/MstftAU 0 mft^^frm 

^-^2 0mlOfi^PBS OOml^J^ffifC) ^*^U 
&V>-C, ^(D/V-^^O. 2 5m 1/^-C^V^PB SX*2^ra«fc#bfCo 81— 

2i») . t»2 7^mo3^r:i:^iia«-^^^s: 1 R*bfc. 

[0 4 9 5] 

ginj^TPz^il (HEPATI C CHOL) 

JfFWiaKftflDm*«r»l 9 , ^nnW:^^;-^ (2:1) X^mit^tc 
y ^ D/V „ ;M ^|^^ Al lain, C. A. 2.(1974) Clin. Chem. 20, 4 

[0 4 9 6] 

ffiHMGCoA!)y^-« (H MGCOA) <D%'1£ 

r y 3- M4 i 4 C - HMG-C o A (fa^y-NEN) (DfttET \ 3 7°C"C 
6 0 ftm4 a^<— h"f 6 C <>; HMG CoAD^ *~ JSteSrtWS b 
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■i l/?\Z.& >95&#>fc : Akerlund, J. <b Bjorkhem, I. (190) J. Lipid Res. 

31. 2159) o 

[0 4 9 7] 

I&Lff j Ixjx^p— yU (SER. CHOL, HDL-CHOL, TG I £ VLDL + LDL) 60 #^ 

JjlLff 3 v-;*.^n—/W (AUT, TSER. CHOLJ <tV^5) fi> !7 =i r> 
77^^5*^ (/<-j?=7W, Dyf^yK) (Dni^xfn-^Cl^ 7J 
^ Di /#-^-2 7 6-6 4 9 0 9 <73 rtfflK^y h^UfflLt, ItXtc: «fc t) bfc D 
HDL^U^^D— /V (i^T, THDL- CHOLJ iV^5) v^^^ 
/Utt^HDL =■ WJ^d — /l-ptMlJ? o ^#-§"3 5 2-3 (^^X f- 7 ^^^7 
ai— h&) ti5VLDL^LDL(DjtMl-, -hISt ID y h SrfUffl tt 
^©Jkihy/y-iry K (7*7^^) (UAT\ Ttgij £W5 
) tt % ^TJ/H^ffiiGPO-T r i n d e r , 77^ a 3 3 7 - B 

it), ^£flJfflLT$r^£*Wcio VLDLMLDL (£*T> TVLDL + L 
DLJ t^^o) nl/^fn-^Mtt, ^^COrn l/^f o-yu^HD 

[0 4 9 81 

Jfffflfc=t UXfn- /VI — a — M KP±j£Zn jgjjjHj (7 a — OH a s e) (DffiiJ 
NADPH(D#ftTt*3 7° CD 5 'jfWi'i ^^c=l^< — h $-&T, 

L, 2 4 0 nmX-<DUV&m%mmVXmmm*7£m;ik^tc (Horton, J. D. , 
^til (1994) J. Clin. Invest. 93, 2084) 0 
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[0 4 9 9] 

**<T>*7 4*9 — , 5v h (2 7 5^300 g) ,mP*«^)'W^ | i^'-^ 
I BATPfi*#J£&#l<fc 0 **fcH:lft^^ (TK^^O. 2%Tween8 0) 

v^5) <z>*£k**l-c\ f&sfcut?* h©FBA«<z>ii^:<z>jtiSE*»e>*«>fc. 

[0 5 0 0] 

^cft<DflB?+§l (FBA) (PSQjfc 

y— /H^j§#p§-ar, Ififl-K^NAD^ ot^-frS : Mashige, F. , ftH(1981 

)Clin. Chem. 27. 1352) , 3 a-t Fa^rn^Wn^'ft Kn 

[0 5 0 1] 

^hT^y HBlffM^^/^ (BBMV) -CCD [jH] ^ na-;«I 

Hlfli^SlTi-ibli^bfc: (1979) Biochimica Biophysica Acta, 554,2 

59) o ^ r> p a-A«<0«|j£#tfcH:, T y±JWm* 1 0 0 /x 1 ^tt;LT, 2 0 
O/i lfcUfcSJtfMi, KramerftH{-<t«?ia«^tbfct>W€:Wbfe 0 
992) Biochimica Biophysica Acta, 111, 93) „ l^J-ftutf, ftttCtt, 2 M M 
<£> [3 H] ^!>p3— /wgft (0. 75/xCi) 2 0mM©tris^, 10 0m 

M^t^" h 1> ? A £ > 10 0mM©^y-h-/WpH7. 4i:^tt5 19 
0 m lMt&. 1 0 n 1 O^M^^A- (6 O^b 12 0m g^^K 

BBMV©»(a*)Wa, *©Rrt?tt*?&««iR (2 0mM©Hepes-tr 
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is , 15 OraMKC 1 ) ©5ml <DmMO. 9#lk£-fr, -^E^-^ n y 
[0 5 0 2] 

C o A : ^ P— h7^7x7— jf (ACAT) 

: (1980) J. Biol. Chem. 225, 9098) % A C ATii© y — * £ LT 
fUffl£*Lfe 0 Wyt^ll 50mMyyith!)^^ 0. 2 5%BSA 
0 0/! g©/hiS^y/^f ^ft5 2mMDTT pH7. 4ifi 
t©2 4MMt^t^^CoA (0. 0 5/iCi) ^ft5 2. OmLO^fy 
*a^->3 7*;t'TlitW/i'-C o AOj&JjptcJ; <9 §fl£6£*t 

/Co S^li3 7° t»5I^IBiWatt$*, 8. 0ml©^PP^A/^y-^ ( 
2:1) ©SSflPKJ: DfltJkUfc. WO^Kl, ^dd*;VA/^^/-^©12 

5 /j g ©t W yl!^ u^f D-^iJDL, ^yrnt^u ttttJM© 

0 tJHbT^:M$-a:> oV>-C, 6 0©TLC/W-h©->!J*«^jK5/hU 
^^Wfffflfc^^vi' (9 : 1) -CMIB^-frfCo £fi5cbfc=» — /W^r" 

/K£>4te, s<yj]~ K-T y**>C?< — -y^r (instaimager) (Ci^TLC^W- 
htf^W yMfc = u^fn-zm^y h^i»A$*LfcifcW-|B©*S:a!IJe-t-*r. 
tic J: 9*:#fc 0 

[0 5 0 3] 
[*1 1 2] 
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